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(57) Abstract 

Naphthalene derivatives represented by general formula (1), which exhibit an excellent fibrinolysis accelerating effect and are useful 
as orally administrate antithrombotic or thrombolytic agents wherein Rl and R2 are different from each other, and Rl is hydrogen, 
hydroxyl or the like and R2 is hydrogen, halogeno or the like; and R3 is formula (2) or (3). 
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8 =1. 30 (3H, t, J=6. 9HzK4. 27 (2H, dd, J=6. 9, 14. 2Hz) „ 7. 10-7. 33 (2H, m) „ 
7. 82 (1H, d, J=8. 9Hz) „ 7. 93 (1H, d, J=9. 9Hz) „ 8. 14 (1H, dd, J=l. 7, 8. 9Hz) „ 
15 8.66(1H, s) N 8. 75 (1H, s) .10. 23 (1H, s) , 13. 12 (lH.br) 

FABMS (m/z) : 3 1 1 (M+ 1 ) + c 
MMM 3 

6-T ? 7 -2- (6-k Ko^fy-2-t7f/V) fc° y * v^- 4 As 

(ik&M 3 ) oMig 

20 ^JS^MJ^ (7 3 0mg) £r*fcfc;* * / — (7 0ml) l^gttth 

y o^y- h^r-> K«z>y ? y —/isf&m&mmvtKDh, 2-r / -6-^-7 h 
— • ^^^^/^>-ife4S (2. 8 g ) i3J:t;i/7;i^f^ (1. 2g) £ 

A (^ a vfr/UJ*-*? J-)V- mm t»lLT, ^^/3^#fc 0 
25 lH-NMR(DMS0-d6, D20/TMS) : 

6 =5. 20 (1H, d, J=l. 3Hz) .7. 23-7. 27 (2H, m) % 7. 85 (1H, d, J=8. 9Hz) „ 
7. 94 (1H, d, J=8. 9Hz) .8. 14 (1H, dd, J=l. 7, 8. 9Hz) .8. 66 (1H, s) 
FABMS (m/z) : 2 5 4 (M+ 1 ) + 

mmm4 
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2- [6- (2 -T ^ J h*is) -2-t7f/U] -6-^f;VfH^y 
-4-^"— ^-tfiifeffi (^4*4) OMit 

2- (6-t Kn^->-2-t7f^) — 6 -^^vi/fc°y 5 4 -3r— rv 

(4g) £DMF (2 0ml) fc.Jg#U y*A (2. 9g) , 3 !> 

5 fl^y^A (13 3mg) , *3j:t*N- ( t - 7/ h =¥ v^/U/jwW) - 2 -M.it 
5: ^ ( 2 . 8 g ) ^MT8 0 °CT- 7 P#P B 1JS# Lfc D g^^JETt' 
a^LfeCO^, ->^^*7A (^dp^A) Tilt, 2- {6- [2- 
(N- t h^fv-TJ/l-^^^T^ /) ^h^r^] _2--^-:7^vW -6-^^ 
/Utry $ v^^-4-^-— A^#fc 0 |#bnfc4fi!ctl?rDMF (6ml) C^fL, 



io 4Mj£i&m-i/**y-^mm oomi) ^mx.xmu-v4^mm:W^tc 0 

m^—'T^ (3 0 0ml) &2:W7±h^ (3 0 0ml) ^^Px.T, WfcHLfc 

lH-NMR(DMS0-d6,D20/TMS) : 

6 =2. 57 (3H, s) „ 3. 31-3. 35 (2H, m) .4. 78 (2H, t, J=5. 3Hz) , 6. 85 (1H, s) % 
15 7. 20 (1H, dd, J=2. 3, 8. 9Hz) .7. 23 (1H, d, J=2. 0Hz) , 7. 82 (1H, d, J=8. 9Hz) % 

7. 98 (1H, d, J=8. 6Hz) % 8. 37 (1H, dd, J=l. 7, 8. 6Hz) ,8. 89 (1H, s) 
FABMS (m/z) : 2 9 6 (M+ 1 ) + 



2- [6- (2-N, N-y7^7 5/ ^h^ri/) -6- 

2- (6-tKo^>-2-t7^) - 6 -pt^/Ufy * v^-4 — 71/ 
(5 0 0mg) £> j;t)«M7K^^7J y (4 10mg) 5rDMF (10ml) 

!BS»U lfiTt'2-^no-N, N-^^f^x^7^y (2 5 0 

mg) *5J:t;MJx^7^y (o. 2 5ml) ODMF (3ml) fem%MT 
25 Ltz<Dh, zVikXVVJ* (lOmg) ZMx., 8 0 o C7? 8 0#f B 1ti# L7c 0 Ki£ 



5 
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lH-NMR(DMS0-d6/TMS) : 

6 =2. 28 (6H, s) „ 2. 47 (3H, s) „ 2. 69 (2H, t, J=5. 9Hz) „ 4. 59 (211, t, J=5. 9Hz) s 

6. 70 (1H, s) % 7. 11-7. 20 (2H, m) % 7. 77 (1H, d, J=8. 6Hz) , 

7. 94 (1H, d, J=8. 6Hz) ,8. 37(111, dd, J=l. 7, 8. 6Hz) ,8. 82 (1H, s) % 
5 9. 99(lH,brs) 

F A BMS (m/z).:.3 2.4, (M +1 >->•+ 
H*S#'J 6 

2-N, N-v^^/U- {2- [6- (2-N, N — i/ ^ ^A'T 
>0 -2-^-^^-/H - 6 — * ^/l^fy * 4 -d-df-^J xf/vr^y. 

io ~m.mm <nwm 

2- (6 -t kc2^v- 2-^-^^/u) - 6 -^^t°y 5: v^-4 

(5 0 0mg) $3£X$m7ki%m# y ?A (l. 4g) ^DMF (10ml) 
$8U t?aTT'2-^nn-N, N- v=p< =f-jV^;VT % ^ • (8 5 6 

mg) ioctl^h !)xf;U7> y (o. 8 3ml) <Z)DMF (3ml) Wfa^kWTF 
15 L/c<7}^ S^^^y^A (lOmg) 8 0°CTM^W#tfc o Ki£ 

20 lH-NMR(DMS0-d6,D20/TMS) : 

6 =2. 24 (6H, s) „ 2. 25 (6H, s) „ 2. 45 (3H, s) % 2. 67-2. 74 (4H, m) % 
4. 20 (2H, t, J=5. 9Hz) N 4. 59 (2H, t, J=5. 9Hz) .6. 71 (1H, s) , 
7. 21 (1H, dd, J=2. 3, 6. 6Hz) ,7. 40 (1H, d, J=2. 3Hz) % 7. 90 (1H, d, J=8. 9Hz) „ 
7. 97 (1H, d, J=8. 3Hz) ,8. 44 (1H, dd, J=l. 7, 8. 3Hz) N 8. 87 (1H, s) 

25 FA BMS (m/ z ) : 3 9 5 (M+ 1 ) + 

mmm i 

2- [6- O-T^/P^v') - 6 -^W!) ^ 

2- (6-tKn^ri/-2-t7f^) - 6 - p« ^■/V'f y ^ v^- 4 /I- 
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(5 0 0mg) *5 «fc D«*S7k^K^ y -A (4 10mg) £DMF (lOtnl) \Z 
i^L, SfiTT'N- ( t /U) - 3 -m.ifr7v tVWT ^ ^ 

(3 4 5mg) ©DMF (3ml) ^jgTLfcW*), a^PDH (10 
mg) SrJni*., 80°CT1 9 B^jf # Lfc 0 5^5riJ±TT*iiL, «@4fe& 

(15ml) SrJP^L, ^T'5P^^#Lfc 0 Kl£fe^-^/^*P/LT#rtB L 

10 1H-NMR (DMSO-d 6, D20/TMS) : 

6 =2. 12-2. 22 (2H, ra) .2. 58 (3H, s) , 3. 00 (2H, t, J=7. 3Hz) , 
4. 66 (2H, t, J=6. 3Hz) ,6. 90 (1H, s) , 7. 19-7. 25 (2H, m) , 

7. 83 (1H, d, J=8. 9Hz) , 7. 99(1 H, d, J=8. 9Hz) , 

8. 37 (1H, dd, J=l. 7, 8. 9Hz) N 8. 92 (1H, s) 
15 F ABMS (m/z) : 3 1 0 (M+ 1 ) + 

mmms 

6-^^/1^-2- [6- (3 ^ / 7°a/}fdr'» -2-^^^ 

/p] t° y * >? 4 ->*-— • 8 ) CO^it 

2- (6-1:^^-2^7^) - 6 -p« y * v^- 4 

20 (5 0 0mg) iS.tlP^TK^IK* V V J* (5 4 7mg) IrDMF (10ml) \Z. 
5B»U ifiTtN- ( t h^>;*7/WK=/U) -N-^ ^/^-3-^-7°a 
fcVKT^ (3 7 0mg) ODMF (3ml) fgil££r*&T Lfci 3 ]) 

VJ± (lOmg) SrflP*:, 8 0 < tT-8B#r B m#LfCo RM^iETT'git, 

(3. 5ml) %MfL. MT31triI^Lfcc RJE*^— f'A' 
lH-NMR(DMS0-d6, D20/TMS) : 
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6 =2. 1 4-2. 19 (2H, m) , 2. 55 (3H, s) % 2. 58 (3H, s) „ 3. 09 (2H, t, J=7. 3Hz) „ 
4. 64 (2H, t, J=6. 3Hz) .6. 84 (1H, s) , 7. 17-7. 22 (2H, m) „ 

7. 82 (1H, d, J=8. 9Hz) , 7. 98 (1H, d, J=8. 9Hz) . 

8. 37 (1H, dd, J=l. 7, 8. 9Hz) .8. 89 (1H, s) „ 
5 F ABMS (m/z) : 3 2 4 (M + l) + 

2- [6- (e-T^^^t^v) -2-t7f;H — e-^^-zn^y 

2- (6-tKn= ! fi/-2-t7f/V) -6-^^/^t°y 5 ^ - 4 — A* 
10 (1 g) *3j:t^#S7K^* y ^ (8 2 8mg) ^DMF (l 5ml) IdffiHffl U 
IfiTTN- ( t h*ci/%/ls7$~/l>) - 6 -Ift^^W 5 >- (1. 1 
g) <Z)DMF (5ml) ^^^r^T Lfc atXb^y^A (20mg) %M 

4«^JftBft-^^F-^^?S?S (2 0ml) Sr^BXL, fSiWL~T?—ffiMW Lfc 0 

lH-NMR(DMS0-d6, D20/TMS) : 
20 5=1. 43-1. 44 (4H.ni). 1-56-1. 66(2H,mhL 79-1. 84(2H,mh2. 58(3H, s) % 

2. 79 (2H, t, J=7. 3Hz) .4. 57 (2H, t, J=6. 3Hz) .6. 91 (1H, s) % 7. 20- 

7. 24 (3H, m),7. 85 (1H, d, J=8. 9Hz) ,7. 98 (1H, d, J=8. 9Hz) , 

8. 32 (1H, dd, J=l. 7, 8. 6Hz) .8. 87 (1H, s) 
FABMS (m/z) : 3 5 2 (M+ 1 ) + 

25 H»iJ 1 0 

2- [6- (2-N, N-^xf^7>yx^'» - 2-t7f^] -6- 
^/utry $^^-4-*— /u-iftiMi: Ut&VHl 0) <7>Mi£ 

2— (6-tKn^->-2-t7f/V) - 6 ^/Vt°y * is is— 4 — Jr— >V 
(7 5 6mg) jSXWmykfcm* WJ* (621mg) &DMF (l Om 1 ) 
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l BM U 2 - ^ n u - N, N — v^^/Ucx^/^T ^ >■ • (464 

mg) CDDMF (3ml) ffim&ffiT Lfctf) 3^:27^7 A (2 0mg) £: 
3JP?U 8 0°C-C4n#P B W#L/c o 50«£:^U ^w£^J±TTitfiL?c09^ 

lH-NMR(DMS0-d6/TMS) : 

6 =1. 29 (6H, t, J=6. 9Hz) ,2. 54 (3H, s) „ 3. 21-3. 26 (4H, m) ,3. 57-3. 59 (2H, m) , 
4. 94-4. 96 (2H, m) % 6. 84 (1H, s) , 7. 18-7. 22 (2H, m) , 7. 80 (1H, d, J=8. 9Hz) , 
10 7. 97 (1H, d, J=8. 9Hz) ,8. 39 (1H, d, J=8. 9Hz) ,8. 91 (1H, s) „ 

11.00C1H, brs) 
FABMS (m/z) : 3 5 2 (M+ 1 ) + 
MMMl 1 

2- [6- (2-N, N-^y^T^yxh^-i/) - 2—^Z7^-/V] -6 
15 - * V 5 v 5 ^- 4 /P • Jft&£ (>ffr£«5 1 1 ) <Z>®l3t 

2- (6-t ^^-2-^7^) -6-^W!J v^y-4-t-/V 
(7 5 6mg) JJ «7A (6 2 1 nig) &DMF (10ml) {31 

SBIiBU i£K2-^no-N, N-^y^W^y - Mi (7 9 
9mg) ©DMF (3ml) MlrlT Lfctf)^ 3 U £A (20mg) 

20 ^nx.> 8 0°CT5B^^L7c o 50M£^>i®U £«$5:«JET-?»*1S Lfdtf) 

lH-NMR(DMS0-d6/TMS) : 
25 6=2. 56 (3H, s).3. 51 (2H, m) .4. 47 (4H, s) ,4. 93 (2H, m) ,6. 84 (1H, s) , 

7. 20-7. 25 (2H, m) „ 7. 42-7. 45 (6H, m) % 7. 76-7. 82 (5H, m) „ 
7. 97 (1H, d, J=8. 6Hz) .8. 31 (1H, d, J=8. 6Hz) ,8. 91 (1H, s) „ 
11. 93 (1H, brs) 
FABMS (m/z) : 4 7 6 (M+ 1 ) + 
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mmm 1 2 

^^/V 6- (4— t df->- 6-^^/1^- 2 -t°U $ v 5 — /U) -2—^7 
^/M-^v-TIr^ — h (ffc-S-Wl 2) 60Mit 

2- (6-1:^^-2-^7^) - 6 -^^/ut°y ^ 
5 (1. 5g) te£ZFm7kmmX V VJ* (1. 2g) &DMF (3 0ml) 
b % ^aT-e^fUFS^^ ^/U (0 , 5 5 ml ) ^P^Zia^^LfCo 

10 lH-NMR(DMS0-d6/TMS) : 

8 =2. 51 (3H, s) N 3. 74 (3H, s) ,5. 10 (2H, s) .6. 84 (1H, s) , 

7. 15 (1H, dd, J=2. 3, 8. 6Hz) ,7. 18 (1H, s) ,7. 78 (1H, d, J=8. 6Hz) „ 
7. 91 (1H, d, J=8. 6Hz) , 8. 28 (1H, dd, J=l. 6, 8. 6Hz) ,8. 74 (1H, s) , 
10. 02 (1H, s) 

15 FABMS (m/z) : 3 2 5 (M+ 1 ) + 

mmrn 13 

t^/V 2- (6 Y*t*/-t!JVif^>V* Y*r*s- 2 —r-y^-jv) 

2- (6-t Kn^fv/-2-t7f/U) -6-^f^t°y 
20 (1. 5g) ^Jll^Tk^^ ]) VJ± (1. 2g) &DMF (3 0ml) iO?J^ 

u ifiT-e*{kftK^ ^ (o. 5 5mi) *mx.-mteMw\^tz 0 

nn*/W*-p<^/~-/P) T'ffiMb, ik&Mi 3&ntio 
25 lH-NMR(DMS0-d6/TMS) : 

6 =2. 5 1 (3H, s) „ 3. 74 (6H, s) „ 4. 97 (2H, s) , 5. 12 (2H, s) „ 6. 86 ( 1H, s) , 

7. 29 (1H, d, J=8. 9Hz) N 7. 36 (1H, s) „ 7. 90 (1H, d, J=8. 9Hz) , 

8. 01 (1H, d, J=8. 9Hz) N 8. 35 (1H, d, J=8. 9Hz) ,8. 80 (1H, s) 
FABMS (m/z) : 3 9 7 (M+ 1 ) + 
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mn&m i 4 

*/mm at^m 1 4 ) <z>M5t 

^^VU 6- (4 — t Kd^">- 6 ^-/U— 2 — fc°y 5 v 5 — As) -2--T7 
5 f;WV7t^-h (2. 8g) ^^/-/M20ml) M*gtf?U lit 

tKH^^ h v <?j±7kmm (42ml) iiax'-iwit rjcs^s: 

lH-NMR(DMS0-d6/TMS) : 

6 =2. 55 (3H, s) , 5. 06 (2H, s) , 6. 91 (1H, s) , 7. 18-7. 22 (2H, m) , 
10 7. 79 (1H, d, J=8. 6Hz) ,7. 92 (1H, d, J=8. 6Hz) .8. 31 (1H, dd, J=l. 3, 8. 6Hz) , 

8. 84 (1H, s) 

F ABMS (m/z ) : 3 1 1 (M + 1 ) + 
MMMl 5 

•j-hVV^ 6- (4-t KnJfi/-6-^f;u-2-t'!J -2- 

15 i-7?-/vir3ci/T^?—y ut&mis) comm. 

v-n^ (i2. 4 g ) srsa&T-c i ^^TK^t-t- h y> j*7kmm osmi) c: 

1H-NMR (DMS0-d6/TMS) : 
20 6=2.44(3H,s),4.68(2H,s),6.61(lH,sK7. 10-7. 15(2H,mh 

7. 62 (1H, d, J=8. 9Hz) N 7. 80 (1H, d, J=8. 9Hz) ,8. 28 (1H, d, J=8. 6Hz) % 

8. 72 (1H, shll.84(lH, br) 

F ABMS (m/z ) : 3 3 1 (M- 1 ) - 

nmm 1 6 

25 #y^A 6- (4-t Kn^^-6-p<^/U- 2-t°y ? V s — 7V) — 2—f- 

??-A'*-*isT±*—h (»i6) comm 

6- <4 — t Ko^ri/- 6 -**f-JV- 2 - fc° y 5 ^=7^) -2-^^71^-^ 
VgtK (4g) £m*/-,U (48ml) (dani&L-r*g$¥Lfc&, TfcgHfc* y ? 
A (7 2 0mg) (DtR (5ml) *»E«rJP;tT!t« i U Wffi L/c@{££5$l LT 
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(1 2ml) TiftfrU it&mi 6^#/c 0 
lH-NMR(DMS0-d6/TMS) : 

6 =2. 44 (3H, sh4. 68 (2H, s) ,6. 61 (1H, s) ,7. 11-7. 16 (2H, m) , 

7. 58 (1H, d, J=8. 6Hz) N 7. 76 (1H, d, J=8. 9Hz) % 8. 26 (1H, dd, J=l. 7, 8. 9Hz) , 
5 8. 71 (1H, s) H 12. 55(lH,br) 

FAB MS (m/z). :.3 4 7 (M- 1 ) - 

HJfi^J 1 7 

6- (4 - t Kn^rt/7M=^«>- 6 — ^ 2 — f U ^ AO — 

2 -^-^^-/^drv-TO (itG-yol 7) CDMjI 
10 6- (4-t Kn^ri/-6-^f/>-2-t°y v^=^) - 2 -"^^/M-df- 
VSfflfe (5g) ^DMF-t^v^y (1:1) 2S3*i§j& (6 0ml) l^A? U 

=BMk>r;a-* • DMFjgt o. 9 g) S:ip^T^a-e4 btol^ 

^^ffTT'MISLfccD^, tK^TT-1 0 %T^^=^Ti^mW. (10 0ml) %M 

^.xwmn^t^ mmmz-tz ; (400ml) ^piti?at3o^ 

(4 0 0ml) X'&Gifrl,tc<Dhs **;~A' (2 0 0ml) # £U^n— ^A (2 
0 0ml) T*$b}-4|Ugfe^-LT, ^«J1 7Sr#fc„ 
lH-NMR(DMS0-d6/TMS) : 

6 =2. 48 (3H, s) ,4. 71 (2H, s) ,6. 69 (1H, s) , 7. 40 (1H, dd, J=2. 0, 8. 9Hz) % 
20 7. 71 (1H, d, J=2. OHz) , 7. 89 (1H, d, J=8. 9Hz) „ 7. 98 (1H, d, J=8. 9Hz) N 

8. 40 (1H, dd, J=l. 7, 8. 6Hz) ,8. 84 (1H, s) 
FABMS (m/z ) : 3 9 1 (M+ 1 ) + 

mmm 1 8 

2- {6- [2- (2->f ^/'J^) T^y^h^ri/] -2-^^^/V} 

25 - 6 - ^ y 5: v^- 4 -a-— /i- • mm& i 8 ) (omm 

2- [6- (2-7^xh^v) _ 2 -^-^^7i.] 
-4-^-— /U-ffiifeJfi (2 00mg) ^t'y^y (5ml) (digfi?U 2- (2 
--f^Vy-/W ^/U7ts>m (1 17mg) <^tK (10ml) ^«r*Px. % ^ 
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(iomi) zmtlx i v&mmw ufco Rmm^sm ufco*>, ^(-«u^ 

i^m-T h y ^tK^ (50ml) Srfln*., tK^T-C l B#F B 1Jf#L/c 0 tFfUJ L/c 
@#:£5]frU 'PRO* ^y-/H^L, i£g£ (0. 3ml) fcitfTir h > 
(7 0ml) ^^P^T-g^»-L/c 0 WmLfc|$6@fM:£fcL*:©*>, Tir 
5 Fy«LT, fl^fcll 8£#fc 0 
lH-NMR(DMS0-d6/TMS) : 

6 =2. 57 (3H, s) , 3. 57 (4H, s) N 3. 69-3. 72 (2H, m) , 4, 68 (2H, t, J=5. OHz) , 

6. 84 (1H, s),7. 19-7. 23 (2H, m) , 7. 81 (1H, d, J=8. 6Hz) % 

7. 96 (1H, d, J=8. 6Hz) , 8. 37 (1H, dd, J=l. 7, 8. 9Hz) „ 
10 8. 67 (1H, t, J=5. 6Hz) x 8. 91 (1H, s) 

FABMS (m/z) : 3 6 4 (M+ 1 ) + 

MM&l i 9 

2- [6- (2-N, N-i/T ])/VTK /x h=3rf) -2-^7^71^] -6- 

^ ^ • mmm. ut&vo 1 9 ) <Dmm 

15 2- [6- (2-T^/^h^r^) - 2 -^!7^/l/| - 6 - * f/l/f V ^ v 5 ^ 
— 4 /V . ig^ig (3 3 0mg) ©DMF (5ml) MWlZ- hV J^A'T % 

is (0. 2 8ml) *5j:«7y;V (O. 26ml) £*P;i, 60°CT'5B#P^ 

^#Lfc 0 Ris^s:«jET-c»*gL, mm^m^^^- 5 %^tk^^- k y 

TT*x-f;wj: <9@ffc;£-£T, l 9 £r#£: 0 

lH-NMR(DMS0-d6/TMS) : 

6 =2. 54 (3H, s) , 3. 58 (2H, m) .3. 88-3. 91 (4H, m) ,4. 97 (2H, m) „ 
25 5. 53-5. 64(4H,m) x 6. 00-6. 15 (2H, mK6. 85 (1H, s) ,7. 16-7. 20 (2H, mh 

7. 80 (1H, d, J=8. 6Hz) , 7. 96 (1H, d, J=8. 6Hz) , 8. 83 (1H, d, J=8. 6Hz) , 

8. 88(1H, sK 11. 04 (lH, brs) 
FABMS (m/z ) : 3 7 6 (M+ 1 ) + 

mmm 2 0 
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31^-/1^ 5- [6- (4 — t Kb**>- 6 — ff-fls— 2 - t°y ^ -2 
-^^Vl^drv^^/^] - 2 -77 h (fc£^2 0) tf>§!ij£ 

2— (6-t Ka^v/-2-t7f;l') -6-^f^t°!j 
(5 0 0mg) *5 £tW!£7kj^# y (410mg) IrDM F (10ml) i- 

5 »L, ifiTt^f^ 5-M^^-2-77y*;^>V7-h (36 
Omg) CODMF (3 ml) . M^lTLfc©t>v aSMbtfy** (lOmg.) 

lH-NMR(DMS0-d6,D20/TMS) : 

6 =1. 28 (3H, t, J=7. 3Hz) .2. 49 (3H, s) ,4. 29 (2H, dd, J=7. 3, 14. 2Hz) „ 
5. 65 (2H, s) N 6. 78 (1H, s),6. 85 (1H, d, J=3. 3Hz),7. 14-7. 20(2H,mk 
15 7. 30 (1H, d, J=3. 3Hz) „ 7. 79 (1H, d, J=8. 9Hz) . 7. 98 (1H, d, J=8. 9Hz) „ 

8. 42 (1H, dd, J=l. 7, 8. 9Hz) .8. 87 (1H, s) 
FABMS (m/z) : 4 0 5 (M+ 1 ) + 

mmm 2 1 

2-t Kndfv'— 6- ( 4 - t Kd ^ix- 6 - ^-/V- 2 - fc° y ^ 9 J—A>) - 
20 1 - t7f^Tt hT5: K (it&%>2 1) OMit 

T. Nakayama h<Djjfe (WO 9 6 2 0 9 1 7) IdfigV v£j£ Lfc* 
6-7v^;-2-t Kn^f:/- 1 --T-^^/l^T-fe h75K- ( 1 . 6 

g) *3«ttJ«Tir h^oi^ (9 2 Omg) (4 3 Omg) 

^iiTK^^y— ^ (4 0mi) met\zM%.Xs mux4^mmnLtc 0 Rfomz. 
25 mmfcZMfLtKDh, ftmmfcmmx^ftL, mmirizmfr&z&LXs 

2 1 3r#/c 0 

lH-NMR(DMS0-d6/TMS) : 

6 =2. 39 (3H, s) „ 3. 95 (2H, s) , 6. 27 (1H, s) „ 7. 10 (1H, br) „ 

7. 36 (1H, d, J=8. 6Hz) , 7. 49 (1H, br) .7. 90 (1H, d, J=8. 9Hz) % 
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8. 03 (1 H, d, J=8. 9Hz) ,8. 22 (1H, d, J=8. 9Hz) , 8. 73 (1H, s) 
F ABMS (m/z ) : 3 1 0 (M+ 1 ) + 

mmm 2 2 

2- (2-N, N-^f/UT^ Jzr. hdf-*» -6- (4-kKn*^»6- 
5 ^f/u-2-t^^=A/) -l-t7f;^7t h7 5 K (ft^2 2) <£>®[i£ 
1 (5.0 Omg) &DMF (25ml) U 6 0 %7K*^b^ h 

y^A (6 Omg) SrAnx., S£t*3 0 Lfc<7)ib, 2-^nn-N, N 

-^f;Hf^7?y-itI (2 3 3mg) ^Px., 8 0°CT« 8 B£IWi8# L 

10 -CSfcjftU T tr^li L <D , is}) •fitffrX'yj* aa^/i^^-^^y — 

lH-NMR(DMS0-d6,D20/TMS) : 

6 =2. 26 (6H, s) , 2. 48 (3H, s) „ 2. 7 1 (2H, t, J=5. 6Hz) .3.87 (2H, s) , 
4. 59 (2H, t, J=5. 6Hz) .6. 69 (1H, s) . 7. 25 (1H, d, J=8. 9Hz) „ 
15 7. 88 (1H, d, J=8. 9Hz) .7. 95 (1H, d, J=8. 9Hz) H 8. 40 (1H, d, J=8. 9Hz) „ 

8. 82 (1H, s) 

FABMS (m/z) : 381 (M+ 1 ) + 
MMM 2 3 

1 ^/I^— 6 - (4-t Kndri/-6-^f;l/-2- 

20 t°y - 2-^-7^/^^rv-Tir^— h (ft^*2 3) <7>M3t 

2-t (4-t Kndr;/-6-^f/U-2-t 0 !J^^;U) - 

1 -i-^^-/^T± h75K (1. 5 g) &DMF (4 0ml) Wg#U 0tKj^ 
g£#y<>i» (2g) *3«tU5||^^^^ (8 0 8mg) SriHl*., MT— S# 

lH-NMR(DMS0-d6,D20/TMS) : 

6 =1. 19 (3H, t, J=6. 9HzK2. 51 (3H, s) ,3. 86 (2H, s) , 

4. 19 (2H, dd, J=6.9, 14. 8Hz),5. 07 (2H, s) N 6. 84 (1H, s) , 
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7. 24 (1H, d, J=8. 9Hz) % 7. 83 (1H, d, J=8. 9Hz) „ 7. 94 (1H, d, J=8. 9Hz) „ 

8. 32 (1H, dd, J=l. 7, 8. 9Hz) N 8. 76 (1H, s) .10. 15 (1H, br) 
F ABMS (m/ z ) : 3 9 6 (M+ 1 ) + 

2 4 

5 1 ^-;V— 6 - (4-t KP^^-6-^f/>-2-t°Hv ! 

= *0 .^-2, - ^ flsOr * */mk {{t&fo 2 4 ) g> sg& 

3i ^-/U 1 —jJAs'^'t fr* As— 6 - (4-t KD^^-6-^f/l/-2- 
t°y * i? — *') - 2 — h (2 5 0mg) ^ ^ ^ / — ^ 
(5ml) |£ig#U l^TK^k-^hy ^i^Tk^ (1. 9ml) ^P^L, ^ 
10 ffl-Cl. 5 B#Mlt# Lfc 0 SJei^iffTtf«L, ^©^£5%^^®?*^ 

lH-NMR(DMSO-d6, D20/TMS) : 

6 =2. 50 (3H, s) , 3. 87 (2H, s) , 5. 00 (2H, s) , 6. 80 (1H, s) „ 
15 7. 25(lH,d, J=8. 9Hz), 7. 85 (1H, d, J=8. 9Hz) ,7. 94 (1H, d, J=8. 9Hz) „ 

8. 34 (1H, dd, J=l. 7, 8. 9Hz) .8. 78 (1H, d, J=l. 7Hz) 
FABMS (m/z) : 3 6 8 (M+ 1 ) + 

mmm 2 5 

2- (6-7U/Vt^v'-2-t7f/l/) -6-/f;H: 0 !)v^-4-t- 
20 >V 2 5 ) <DWt 

2- (6-tKn^-2-t7f^) - 6 -p«^/Hfy * v 5 ^- 4 — /U 
(2g) &DMF (2 0ml) (^$Lfc<9^ N MTkM^y?-^ (3. 3g) 
fc^^bry/l- (9 6 0mg) SrJtJx., ^fflT- M&Jft^L/Co R&ift&ftlfe 

lH-NMR(DMS0-d6/TMS) : 

8 =2. 48 (3H, sK5. 05 (2H, d, J=5. 3Hz) N 5. 31 (1H, dd, J=l. 7, 10. 2Hz) „ 
5. 48 (1H, dd, J=l. 7, 17. 2Hz) , 6. 15 (1H, m) ,6. 72 (1H, s) , 
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7. 12-7. 16 (2H, in)J. 78 (1H, d, J=8. 9Hz) ,7. 95 (1H, d, J=8. 6Hz) , 

8. 38 (1H, dd, J=l. 7,8. 6Hz) ,8. 83 (1H, s),9. 99 (1H, br) 
FABMS (m/z) : 2 9 3 (M+ 1 ) + 

mmm 2 6 

5 2- (6 — ^vvW-^rv'— 2 — ^y=9-;V) - 6 - ^ =J-?v\? ]) * — 4 -Or 

2 6.) <Dmm 

2- (6-t KP^f^-2-t7f/V) v^>-4-t-/V 
(5 0 0mg) # kZFMTkmm* V <? J* (1. 4g) ^DMF (10ml) 1^ 
fl?U iffiTT^f^y^ (3 4 2mg) l:lTLfc©t) v 3 ^t;# U >> A 
10 (lOmg) ^P^i, 8 0tt4«#Lf: o SfSt^iJITtM U «g 

^ (^d^a) TiiLT, 2 6 £r#fc 0 

lH-NMR(DMS0-d6/TMS) : 
15 6 =2. 55 (3H, s) , 5. 64 (2H, s) x 6. 90 (1H, s) „ 7. 18-7. 22 (2H, m) N 

7. 36-7. 57 (5H, m) .7. 82 (1H, d, J=8. 9Hz) , 7. 97 (1H, d, J=8. 9Hz) , 

8. 38 (1H, dd, J=l. 7, 8. 9Hz) ,8. 90 (1H, s) 
FABMS (m/z) : 3 4 3 (M+ 1 ) + 

mmm 2 7 

20 N, N-v ? ^^A'— [6— (4 - t Ko 3rf- 6 — ^ ^/U- 2 - H° ]) * is — 

2- (6-t Ko^f^-2-t7f^) -6-^f/H: 0 Hi/y-4-i-;v 
(5 0 0mg) *5«tD?«i7k^^7J y (410mg) &DMF (lOml)C 

»»U ^fiT-C^kN, N-'^Wtf7 5K (3 3 0mg) Sr*P^L. 8 
25 0°CT-4B#^m^Lfc o R|i&ttSr«BET-e«ttLfc<Z)t>, * n oaj^w^-flflbK 

2 7 £r#/c 0 
lH-NMR(DMS0-d6/TMS) : 
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6 =2. 59 (3H, s) , 2. 89 (3H, s) , 3. 13 (3H, s) , 5. 3 1 (2H, s) , 6. 98 ( 1H, s) , 

7. 20-7. 23 (2H, m) % 7. 82 (1H, d, J=8. 9Hz) , 7. 92 (1H, d, J=8. 6Hz) , 

8. 26 (1H, dd, J=l. 7, 8. 9Hz) ,8. 81 (1H, s) 
FABMS (m/z) : 3 3 8 (M+ 1 ) + 

5 mifoM 2 8 

N,, N-v 5 ^ 'ft A*— C.2-. (6 — N, N-v 5 ^ ^/U?,^ / % fUJfc=JU.* Mr^ 

#28) omm 

10 M LT 2 8 £t#7c„ 

lH-NMR(DMSO-d6, D20/TMS) : 

6 =2. 49 (3H, s) N 3. 08 (12H, s) .4. 91 (2H, s) % 5. 18 (2H, s) .6. 72 (1H, s) % 

7. 26 (1H, dd, J=2. 6, 8. 9Hz) .7. 33 (1H, d, J=2. 6Hz) ,7. 84 (1H, d, J=8. 6Hz) „ 
7. 94(1H, d, J=8. 9Hz) .8. 35 (1H, dd, J=l. 7, 8. 9Hz) .8. 76 (1H, s) 
15 FABMS (m/z) : 4 23 (M+ 1 ) + 

mmm 2 9 

2- (2- t —7 h*iyJJSls7$—/\'T K h^rv-) -6- (4-t Kd^i/ 
-6-^^/1^- 2-t°y 5;^=/l0 -l-t7f/U7th7? K 0ffrg^2 9) 

20 Ib#tl2 1 (2g) &DMF (5 0ml) (d^? L/c(7) *, , ^Tk^^U^A 
(2. 7g) *5«fctW- (t-^b^rv'^^fel') -2-tftxf/>7*y 

(1. 4 g ) srjq^., 5 Bmmwi>tc 0 Rftm^mm^^-mm^x' 

25 lH-NMR(DMS0-d6,D20/TMS) : 

6 =1. 38 (9H, s) , 2. 48 (3H, s) , 3. 41-3. 43 (2H, m) , 3. 88 (2H, s) , 
4. 50 (2H, t, J=5. 6Hz) ,6. 68 (1H, s) % 7. 25 (1H, d, J=8. 9Hz) , 
7. 93 (2H, t, J=9. 9Hz) , 8. 41 (1H, d, J=8. 9Hz) „ 8. 85 (1H, s) 
FABMS (m/z) : 4 5 3 (M+ 1 ) + 
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HJ£0»J 3 o 

2- (2-7^/^h :3 ry) -6 - (4 — fc 2-t°y 

vc&m 29 ( 3 o o m g ) (d a m.j£mk-mmmm ( 4 . 5 m 1 ) & an*. ^ 

lH-NMR(DMS0-d6, D20/TMS) : 

6 =2. 61 (3H, s) , 3. 34-3. 37 (2H, m) s 3. 89 (2H, s) N 4. 82 (2H, t, J=5. 0Hz) % 

6. 93 (1H, s) „ 7. 36 (1H, d, J=8. 9Hz) „ 7. 93 (1H, d, J=8. 9Hz) , 

10 8. 00 (1H, d, J=8. 9Hz) x 8. 39 (1H, dd, J=l. 7, 8. 9HzK8. 92 (1H, d, J=l. 3Hz) 

F ABMS (m/ z ) : 3 5 3 (M+ 1 ) + 

l 

=^^/U 3 -{2- [6- (4-t Kn^ri/-6-^f;l'-2-t 0 !J5v 5 ^ 

15 ft3l) ro«ag 

2- [6- (2-T^y^h^r-» -2-^7^/P] - 6 - * ]) % i?^ 

_4_^-w_ /V , • ifc^ig; (8 0 Omg) fc'i^vayl^yxf/W (3 9 Omg) 

©tryi^^ (iomi) figfifcte, dcc (6oom g ) &ap;t, M-e— ffiMW 

3 1 £ft fc„ 

lH-NMR(DMS0-d6/TMS) : 

6=1.15 (3H, t, J=6. 9Hz) „ 2. 54 (3H, s) „ 3. 25 (2H, s) „ 

3. 56 (2H, dd, J=5. 9, 10. 6Hz) , 4. 05 (2H, dd, J=6. 9, 14. 2Hz) „ 
25 4. 57 (2H, t, J=5. 6Hz) „ 6. 82 (1H, s) N 7. 16 (1H, d, J=2. 3Hz) „ 

7. 20 (1H, d, J=2. 3Hz) , 7. 81 (1H, d, J=8. 9Hz) ,7. 97 (1H, d, J=8. 9Hz) , 

8. 37 (1H, dd, J=l. 7, 7. 3 Hz) % 8. 45 (1H, t, J=5. 3Hz) ,8. 90 (1H, s) 
F ABMS (m/z) : 4 10 (M+ 1 ) + 

3 2 
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N — {2- [6- (4-t Vv*?i/—G—*?-tV-2 — \?)) ^ v 5 —^) -2- 
-^^^v'] T ^ y M ♦ ttt^#)3 2) ^Mit 

^> - mm^. (2. 3g) ^^pd/^/^ (10ml) M 
$25 U tR^T-C h y ^)VT % V (3. 1ml) &£X*£;itigm t -"f^fr (2. 
5 7ml) 5rlTL> ifiT2W#Lfc 0 RJfc?£&* n n #A^-»§lbJcT# 

^^/U N — {2-mt=^^-^) T * /T±<?— h (2. 4g) ^#fc„ #P>tL 

tcmmt^mik? w7f,7\sMz.wffi'ik, -m.mv>- t-zf^;v (2. 4 g ) ^ 
tu ^aT'5^»L/c 0 s^MisTT'iiL, mmm^mk^M^ 

i^MliTt'iliLT^ t-^./u N- (t-^h^v-^^^^/P) -N- 
(2-^fb^^) T^yTir^-h (3. 1 g) £#/c 0 #b*bifct-y^ 
N- ( t -^>dr^#/W1w^) -N- (2-^b^^^) T^yTiry— h 
(1. 2g) 2- (6-t Kn^y-2-t7f;l-) - 6 - y y ^ i? 

15 7\s (1. Og) *5J;-C^^7Kj^^^ V <?J» (8 8 3mg) ODMF 

(10ml) mmmiZ-Mx., 8 0 °C-t? 8 P#^t*# Lfc 0 50»£MI±TT«ii U 

71^7 A (^pn$M) Tlt^LT, t-^/l^ N- t h^ri/^/l^- 
20 /1--2- [6- (6-y^-yl^-4-t Ko^rv-- 2- t°y 5:^-/1^) -2-^7 
eF>i^3R>r ^/T±?-b (l. o g ) %#fc„ £ \zM btiti t - 
y^yv N— t — y h=3f i/^/l^zi/V— 2 — [6— (6-^f^-4-t Kn^ 

2 - 1° y 5: v^/v) - 2-^-^^/i/^-^ri/] xw^/rt^-F (99 

0 m g ) £ 4 J£5£iS®g- v^=5f i^gSft ( 2 . 4ml) \zMf& U gi&T* 5 R$ffi 

lH-NMR(DMS0-d6/TMS) : 

6 =2. 52 (3H, s) „ 3. 48 (2H, m) „ 3. 96 (2H, m) x 4. 87 (2H, m) ,6. 77 (1H, s) „ 
7. 18-7. 23 (2H, m) „ 7. 77 (1H, d, J=8. 9Hz) „ 7. 96-7. 98 (2H, m) „ 



WO 00/31045 




32 



PCT/JP99/02938 



8. 39 (Hi, dd, J=l. 7, 8. 9Hz) .8. 89 (1H, s) v 9. 76 (1H, brs) 



F ABMS (m/z) : 3 5 4 (M+ 1 ) + 0 

mmm 3 3 

2- (6 h^i/- 2—ry^-;v) -Q-^J-zU- 4-t°y 

/U- 4 -t°y ? ^^^^-drv-Tir^— h (5 1 2mg) ;—>V (l 0 

m i ) izmffiL, imfeAmti- h y v^mm (6. 5m 1 ) ^n^t, ^&-e 

lH-NMR(DMS0-d6/TMS) : 

6 =2. 52 (3H, s) , 4. 86 (2H, s) % 5. 04 (2H, s) , 6. 86 (1H, s) , 



7. 28 (1H, dd, 3=2. 6, 8. 9Hz) , 7. 35 (1H, d, J=2. 3Hz) , 7. 91 (1H, d, J=8. 6Hz) , 

8. 01 (1H, d, J=8. 9Hz) .8. 38(1H, dd, J=l. 7, 8. 6Hz) .8. 86 (1H, s) 



FABMS (m/z) : 3 6 9 (M+ 1 ) + 
MMM 3 4 

oz^/ix 4- [6- (4 — fc Kn^fv/- 6 —ff-fls— 2 — fc" y ^ v 5 ^^) -2 

-7 s ? V (M3 4) CO^it 
2- (6-tFP^>-2-t7f/V) -6-^f;^ 0 y;^-4-t^ 
(1. 5 g) #£tJ**S7kj^#y <7A (1. 2g)©DMF (lOml)« 
mUX-4-^if7^^m^?^ (O. 8 6ml) fctafc-gfcflM^Lfco 

n /JvWA) T-mM Ut-frm 3 4 £#7c 0 
1H-NMR (DMS0-d6/TMS) : 

8=1.17 (3H, t, 3=7. 3Hz) , 2. 01-2. 1 1 (2H, m) , 2. 42-2. 52 (5H, m) „ 



4. 07 (2H, dd, 3=7. 3, 14. 2Hz) , 4. 52 (2H, t, J=6. 6Hz) ,6. 67 (1H, s) , 

7. 12-7. 18 (2H, m) , 7. 78 (1H, d, J=8. 6Hz) , 7. 79 (1H, d, J=8. 6Hz) , 

8. 37 (1H, dd, J=l. 7, 8. 6Hz) .8. 83 (1H, s) , 10. 00 (1H, s) 
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FABMS (m/z) : 3 6 7 (M + 1 ) + 
H»J 3 5 

ai^/l/ 4- {2- [6- (3 /U^n^i/) -2-^7 

5 2- (6-t Kn^i/-2-t7f/l/) - 6 - ^ ^/L't: 0 D ^ 4 — 

C 1 . -.. ). *5 .fcCWRbk&ife* y A ( 1 . 2 g ) . ©DMF».( 1.0ml) -.^(C 
tl&t4-^^yixf;U (O. 8 6ml) SrAP*. Lfc D RfSSfc 

10 nsfcyWO T"HIL, it&V9 3 5 &&tio 
lH-NMR(DMS0-d6/TMS) : 

8 =1. 12-1. 23 (6H, m) ,2. 01-2. 11 (4H, m) ,2. 48-2. 54 (7H, m) „ 
4. 03-4. 18 (6H, m) ,4. 53 (2H, t, J=6. 3Hz) ,6. 70 (1H, s) „ 
7. 20 (1H, dd, J=2. 6, 8. 9Hz) „ 7. 37 (1H, s) „ 
15 7. 89 (1H, d, J=8. 9Hz) .8. 01 (1H, d, J=8. 9Hz) .8. 43 (1H, dd, J=l. 7, 8. 9Hz) , 

8.86(1H, s) 

FABMS (m/z) : 4 8 1 (M + l) + 
Mt&M 3 6 

4- [6- (4-t Ko^'>-6-^^-2-t°!j -2—T7?- 

20 /i^^v-] yti/m (ft^3 6) (DUit 

rc^yl/ 4- ["6- ( 4 - t K n i/- 6 - ^ f /V- 2 - fc° H v'-^) -2 
-t7f;^i/] -7*3-7— V (8 0 0mg) * ? J — A> (5ml) m$g$? U 

tkj^t-c i mM^mt-r v v v^mm (nmn $r*STUfc 0 t?at- g# 

25 it&tfo3 Qttn&mWt LT#7t 0 
lH-NMR(DMS0-d6/TMS) : 

5 =2. 00-2. 10 (2H, m) „ 2. 45 (2H, t, J=7. 3Hz) , 2. 59 (3H, s) „ 
4. 59 (2H, t, J=6. 6Hz) v 6. 91 (1H, s) , 7. 19-7. 23 (2H, m) „ 
7. 83 (1H, d, J=8. 6Hz) „ 7. 97 (1H, d, J=8. 6Hz) , 
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8. 35 (1H, dd, J=l. 7, 8. 9Hz) , 8. 93 (1H, s) 
FARMS (m/ z ) : 3 3 9 (M+ 1 ) + 

nmm 3 7 

4- {2- [6- (3 -jJ/UtfZci/^v 7]f^rv-) - 2 -^-7^^3-6 - * ^ 
5 A— 4 - t" y 5: v?=/M-dr >>} ^ (-fb^ 3 7 ) (7^M5t 

31^-71/ 4- {2 - [6- ( 3 -ai h3c.i/$>/U7$^/U^n y^^rU) -2-t7 
^/U]- 6 -*^-;V-A - H°V ^ i/=.;Uyflri/} h (3 6 5mg) 

7-/1/ (5ml) {-MPU 1 ^Tk^b^" h y ^ATk^ (7. 6ml) APX., 
^»'J3 6 £|s3HiC:&3iLT, ib^3 7£#fc 0 
10 lH-NMR(DMS0-d6/TMS) : 

6 =1. 98-2. 09 (4H, m) ,2. 41-2. 56 (7H, m) ,4. 15 (2H, t, J=6. 6Hz) „ 
4. 52 (2H, t, J=6. 6Hz) N 6. 71 (1H, s) ,7. 21 (1H, dd, J=2. 3, 8. 9Hz) , 

7. 38 (1H, d, J=2. 3Hz) , 7. 89 (1H, d, J=8. 9Hz) , 8. 02 (1H, d, J=9. 2Hz) , 

8. 44 (1H, dd, J=l. 7, 8. 9Hz) ,8. 87 (1H, d, J=l. OHz) , 12. 19 (2H, s) 
15 F ABMS (m/z ) : 4 2 5 (M + 1 ) + 

HJfefll 3 8 

2- (6-t KD^'>-2-t7f;H t°y^v 5 ^-4, /u (fb^ 

fe3 8) ©§gj£ 

^itby^i^ (i. 8 g ) ^^Tk^^y— (5 0mi) ic-^ittthy 

20 h^K<W*y-/U^£ilMLfc<7)^ % 2-7?^;-6-t7F- 

• t« * Z/TstVibl/ggm. (lOg) *3 «fct*-^ n ^i^m^/i^ ( 5 . 9ml) <gr#Q 
X., ^fiT— g#«#Lfc 0 KJ&^&i£ifc^1'jfaLfctf>*>, Hf^Tk (5 0 0 
ml) ^P^T*Ttt5Lfc@^^^)5tU M3 8^#fc 0 
lH-NMR(DMS0-d6/TMS) : 
25 6 =5. 34 (1H, s) „ 7. 18-7. 27 (2H, m) N 7. 79 (1H, d, J=8. 9Hz) . 

7. 88 (1H, d, J=9. 2Hz) .8. 10 (1H, d, J=8. 9Hz) ,8. 64 (1H, s) ,1 1. 23 (1H, br) 
FABMS (m/z) : 2 5 5 <M+ 1 ) + 
MMM 3 9 

6- (4, 6-i?t -2-^7^/W^" 
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*^Tir^-b (-fb^3 9) comm. 

2- (6-t Kn3p^-2-t7f^) t°i)v^y-4, 6 - v^—A- ( 1 . 
Og) *3J:IFM7Rj^S^ y ^7 A (8 6 9mg) ©DMF (5ml) WWi^Wf 

-C^imm^^-^ (0. 3 1ml) %tiQZ.* 80°c-eiwtr#tfc o £Ofrf$£ 

^Lfc^^>, v-y^/l^^i* (^nn,t;l/A-^y-/V) "eM^LT, it& 

1H-NMR (DMS0-d6/TMS) : 
10 6 =3. 73 (3H, s) „ 5. 01 (2H, s) „ 5. 72 (1H, brs) , 7. 16 (1H, d, J=2. 3Hz) „ 

7. 20 (1H, s) N 7. 80 (1H, d, J=8. 9Hz) „ 7. 86 (1H, d, J=9. 6Hz) N 

8. 08 (1H, d, J=8. 9Hz) „ 8. 65 (1H, s) „ 10. 16 (1H, brs) , 12. 58 (1H, br) 
FABMS (m/z) : 3 2 7 (M+ 1 ) + 

mmm 4 o 

15 6-t (6-^ hdr^;^-^^ h^->-2-t7 

-4-t°y 5: ^/u^-^v^r-fer^— b (^40) <z>S4j£ 

2- (6-t ^^^^-2-^7^) t°y^v ? ^-4, JV (l. 

Og) *3jlt/M7K^^ y !)A (8 6 9mg) ©DMF (5ml) ^$j(C^ST 
T^flSftife* ^ ( 0 . 3 1ml) §r*q^L, 8 0 °CT* 1 B#IS8fc# Lfc 0 
20 5i®U 5^^/ETT^^Lfd(Z>t>, »IMfcSrftBfe^^- 0 . OlIM 

tl40 £r#fc 0 

lH-NMR(DMS0-d6/TMS) : 
25 6=3. 74 (6H, sh5. 10 (4H, s) N 6. 42 (1H, s) .7. 15 (1H, d, J=2. 3Hz) „ 

k 7. 18 (1H, s) , 7. 79 (1H, d, J=8. 6Hz) , 7. 86 (1H, d, J=8. 6Hz) , 
8. 17 (1H, dd, J=l. 7, 8. 6Hz) .8. 64 (1H, s) , 10. 08 (1H, s) 
FABMS (m/z) : 3 9 9 (M+ 1 ) + 
%M&\4 1 
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6- (4 — ^ n D - 6 =f-/V- 2 - t°y * i?- -2-t7H/V (ffc^ 

fe4i) <z>$5Ui 

2- (6 - t Kc2dr->- 2 -t7f^) - 6 - p< JJ * 4 -3r— A* 

(2g) ^t 4 !)^ (3 0ml) id^fi?L, *S*f^ (2. 2ml) ^iP^LT^ 

6- (4-t KD^ry-6-^f/l/t°!j > — 2— Ti?^— h 

£#/c 0 #£>H7c6- (4 - t Kn^fi/- 6 ^ -2-^7 

^A- Tir^-h (2. Og) iZ**i/mtV ^ (5ml) &JH;U 1 B#»Ha 

10 {±J ^fcmfcZZmk, LT, 6- (4-^n-6-^f;^!Jv^) 
-1—r-7=5-;v T-teZ— hSr#fc„ #btt^6 - (4-^on-6-^f/ut° 
y 5:v?^/v-) - 2--ry^;v T±?—h(i. 5 g ) (10 

ml) i^fi?U MTR^^^y^A (2. Og) £*P;l N ififlO^i^L 

15 £.5IfrLT. ^4*4 1 £r#7c 0 
lH-NMR(DMS0-d6/TMS) : 

6 =2. 57 (3H, s) , 7. 13-7. 18 (2H, m) N 7. 51 (1H, s) , 7. 80 (1H, d, J=8. 9Hz) , 
8. 00 (1H, d, J=8. 9Hz) ,8. 32 (1H, dd, J=l. 7, 8. 9Hz) .8. 82 (1H, s) „ 
10. 08 (1H, s) 

20 FABMS (m/z) : 2 7 1 (M + l) + 

2 

6- (4 -*=f-;V- 2 -t°y 5: v^A) -2-t7H/l^ (|^tl4 2) <£>M 

it 

6- 6-^^/1— 2 - fc°y * v^/^) - 2 1 — (1 . 

25 1 g) (2 0ml) {dltfilU 1 0%^7v ? ?-k7St££< (15 0 

mg) SriPx., 7k*5K«ETM-C6«FlB!H^Lfco ^7i^i**§l<iEj^£r<5*^ 

WL&m 4 2 $r#fco 
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lH-NMR(DMS0-d6/TMS) : 

8 =2. 57 (3H, s) % 7. 15 (1H, dd, J=2. 3, 8. 6Hz) , 7. 19 ( 1H, d, J=l. 9Hz) % 

7. 29 (1H, d, J=5. 0Hz) , 7. 79 (1H, d, J=8. 6Hz) , 7. 96 (1H, d, J=8. 9Hz) % 

8. 41 (1H, dd, J=l. 7, 8. 9Hz) ,8. 75 (1H, d, J=4. 9Hz) , 8. 87 (1H, s) , 
5 9. 98(lH,s) 

FA BMS«(m/ z) : 2-3 7 (M + I )■• + ,■• 

mmm a 3 

6- (4 — t^-As— 2 -H°V ? it—As) -2-t7f;^^rv/7-fe^ 

- h dt&M4 3) <Z)Mit 

10 6- ( 4 - * =5->\>— 2 - t° y 5 v 5 — /V) -2-t7b- ^ (2 3 6mg) 

MF (5ml) ML, 4fi7k#t^#!J *A ( 4 1 5 m g ) fcil/Wi^ 
^ (1 8 4mg) S^Px., M-t?5B^m#Lfc 0 RJS&&fl«*^/l'--fltl4* 

15 3 £r#fc G 

lH-NMR(DMS0-d6/TMS) : 

8 =2. 58 (3H, s) „ 3. 75 (3H, s) .4. 98 (2H, s) , 7. 28 (1H, dd, J=2. 3, 8. 9Hz) , 

7. 31 (1H, d, J=5. 0Hz) x 7. 37 (1H, d, J=2. 3Hz) .7. 91 (1H, d, J=8. 6Hz) , 

8. 06 (1H, d, J=8. 9Hz) ,8. 48 (1H, dd, J=l. 7, 8. 6Hz) ,8. 77 (1H, d, J=5. 0Hz) . 
20 8.93 (1H, s) 

FABMS (m/z) : 3 0 9 (M+ 1 ) + 
4 4 

6- (4 -^/v-2-t°y ^ it—As) -2—r-73-;is**i/mk ut&yoi 
4) (Dmm 

25 tf-A' 6- (4 -f5-A>- 2-t°y *i/=-;\s) - 2 -t7f/W^7t * 

— h (2 4 0mg) (5ml) U ' 1 Mfefcmt-T h V «7 A 

(2. 3ml) SrADx., M"C 2 «fWJ1^ L3to OT^i)±TtIiL 
fc<^^, aeifeSrilFK^i^l'- 5 %^^V^7K^T^iSLfcio ftK^^JiS: 
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t'o 

lH-NMR(DMS0-d6/TMS) : 

6 =2. 57 (3H, s) , 4. 85 (2H, s) „ 7. 26 ( 1 H, dd, J=2. 6, 8. 9Hz) N 

7. 32 (1H, d, J=5. 0Hz) N 7. 34(1 H, d, J=2. 6Hz) .7. 91 (1H, d, J=8. 9Hz) , 

5 8. 05 (1H, d, J=9. 2Hz) ,8. 47 (1H, dd, J=l. 7, 8. 6Hz) ,8. 77 (1H, d, J=5. OHz) , 

8. 92 (1H, sKl3. 11 (1H, br) 
FABMS (m/z) : 2 9 5 (M+ 1 ) + 

nmn 4 5 

2 -[6- {A-t^JV- 2- t°y - 2 -^^/lo^^^^/UT 

10 (1^4 5) (7)Mit 

6- (4 2 -try 5 -2-t7K^ (2 3 6mg) £D 

MF (5ml) fcltgfl?U MtJO^TJ y ?A (4 1 5mg) *3j;t*N- ( t 
h^ri/*^t^/V) (2 7 0mg) 3:3JP;L % 8 0tt?7 

15 t f y «BET-C»!$U '>y*^7A (^3r-#-^-@^zii^ 

^) T»«Ufc„ »fetL^Rft*^i«^!fiBfe-ftifeiS» (2ml) Srflq*., g 

lH-NMR(DMS0-d6/TMS) : 

6 =2. 60 (3H, s) % 3. 30-3. 34 (2H, m) . 4. 38 (2H, d, J=5. OHz) „ 
20 7. 31 (1H, dd, J=2. 6, 8. 9Hz) .7. 38 (1H, d, J=5. 3Hz) .7. 46 (1H, d, J=2. 3Hz) , 

7. 97 (1H, d, J=8. 6Hz) .8. 08 (1H, d, J=8. 9Hz) .8. 47 (1H, dd, J=l. 7, 8. 6Hz) , 

8. 79 (1H, d, J=5. 3Hz) .8. 92 (1H, s) 
FABMS (m/z) : 2 8 0 (M+ 1 ) + 

mmm 4 6 

25 t^JV [6- (4-t Fo^V-e-^^-^-t'U -2--T- 

2 — (6-t Kn^i/-2-t7f-/l') - 6 - ^-/Vfy 5 ^V— 4 — tf— /l^ 
(1. 5g) ^DMF (3 0ml) Uljgfl? U 4&7k^77 1) ? A (2. 9 g ) *5 
J;tJ?^ uo^^/U (o. 9 2ml) SrflPx., SfiT'-M1fLfc 0 
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4 6 £#fc 0 
5 lH-NMR(DMS0-d6/TMS) : 

6 =2.,33.,(3H, s),3.v90(3H, s) ,6. 28 (1H, s),7. 53 (1H, dd, J=2. 3, 8. 9Hz) , 

7. 88 (1H, d, J=2. 3Hz) , 8. 05 (1H, d, J=8. 9Hz) , 8. 13 (1H, d, J=9. 2Hz) , 

8. 26 (1H, dd, J=l. 7, 8. 6Hz) ,8. 80 (1H, s) , 12. 64 (1H, br) 
FABMS (m/z) : 3 1 1 (M+ 1 ) + 

10 MW.M4 7 

6 -[6- (4-t Ko^r^- 6-^^v^-2 - t° y ^ v^/W) -2 

2- (6-t Kn^^-2-t7f;l') — 6 - ^ f/l/t° y 5; v^— 4 — /V 
(1 g) ^^t/ilTR^^ y £A (8 6 9mg) ©DMF (5ml) l^iil^M 
15 "FT 6 l/m^-^/l- ( 8 9 0 m g ) £AP;t, 8 0 °CT 1 Npffiftj^ bfc 0 

-?mBLtc<Dh, ^Vt/fsvU^j* ttlLT, 047?: 

20 lH-NMR(DMS0-d6/TMS) : 

6 =1. 16 (3H, t, J=6. 9Hz) N 1. 42-1. 57 (2H, m) , 1. 60-1. 68 (2H, m) % 
1. 75-1. 86 (2H, m) % 2. 33 (2H, t, J=7. 3Hz) , 2. 52 (3H, s) , 
4. 04 (2H, dd, J=6. 9, 14. 2Hz) , 4. 52 (2H, t, J=6. 3Hz) , 6. 80 (1H, s) , 
7. 15 (1H, d, J=2. 3Hz) % 7. 19 (1H, d, J=2. 3Hz) , 7. 80 (1H, d, J=8. 6Hz) , 
25 7. 96 (1H, d, J=8. 6Hz) ,8. 34 (1H, dd, J=l. 7, 8. 6Hz) ,8. 84 (1H, s) 

FABMS (m/z) : 3 9 5 (M+ 1 ) + 
4 8 

(2E) -3-[6- (4-t Kn^rv/-6-^^- 2 - t° y 5: 

,0031045A1_I_> 
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6-^77- 2 ( 1 0 g) i» (5 0ml) M^fl? U 0 

tT* h y 7/^0^ ^^/V^^^&tM^ (11. 6ml) £Anx.fc(D-^ ^S. 

5 g^^/l") TitigU 6->7/-2-t7f;V F^7/^P^y^ 

n*9l/7,jiVi£%—y (3 g) £rDMF (3 0ml) Cl}^? U T^yA-®^^- 
(1 . 3 m 1 ) „ v 5 ^ n a tf^ ( h y 7 j ^) /^7^!)^ ( 1 4 
Omg) % *5j:^hyxf;l/7^ (6. 2ml) &fln*.T 9 0 °CT? 6 U#Rf]ffi# 
10 L/co Rrt?*S4rftife^^/w-«f»l*-C5>EbT, M^^/HS£Mzk«r^ y* 
^^^A-CftJIL, i)±Tt'iiLfc©t, ft^LT^^/V (2E) -3- 

(6-V7;-2-t7f/u) ^n-s-^— r-Sr#fc 0 #£>*L;fc* ^ (2E) 
-3- (6->7y-2-t7f/U) ^n-<^— h (2. Og) y y — /U 
(2 5 0ml) l^fL, 0°CT^^^^1. 5 Cfc<Dib x g^LT 

nbntzmfc&t? y—^ (70ml) i£*g$?u o o c-cTv^-T^^^iafp 

7 J* (^nn^-^y-^-ftH) -CfiSSfcU (2E) -3- 

20 (6-75 ^y-2-^-7^/U) ^o^— h • JgmML&&1to (2 
1 Omg) (7)^ yV — (5 0ml) jgiKKl^^-A' (2E) -3- (6-75 
i?S -2—TZ77-/1') :/n^-*— h • W$m& (9 7 Omg) *3j;t^T-ir r-ftlfcj- 
fA* (0. 4 7ml) %AP^L, M"?- Ufe«J^Lfc„ RJtttS: 1 «^i»*C»»! 

25 tJn/I/ A - y * y -Ctt®! LT, 4 8 £#fc Q 

1H-NMR(CDC13/TMS) : 

6 =2. 44(3H, sh 3.-85 (3H, s) ,6. 35(1H, s)\6. 60(1H, d, J=15. 8Hzh 

7. 74 (1H, d, J=8. 6Hzh7. 86 (1H, d, J=15. 8Hz) .7. 96-8. 02 (3H, m) , 

8. 28 (1H, dd, J=l. 7, 8. 6Hz) ,8. 75 (1H, s) 
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FABMS (m/z ) : 3 2 1 (M+ 1 ) + 

mw\4 9 

N-2-7?yx^;i/- [6— (4 — t Fndri/— 6 2 - t°y $ v> 

5 6- (4-t Kn^rV-6-^f^-2-t 0 !J v^/k) - 2 —jryf-tV*-* 
i/gtUk (9 3 0mg)..,^DMFWU N— (t -7 h ^ i/JJ/l<7$~/U) oi=F- 
^7 5V (4 8 1mg) N 1- (3-^f;l/7?y/ntVP) - 3 -oc^ 
/l^/^/KvM' 5 K - ( 5 7 5 m g ) % *3 J:l>*N- t Kn^f^y/ MJ7 

V— /i^-TKfP^l (4 6 0mg) ^^jpx., M-e—Bfefll^Lfco SiSffiSrftife^^ 

io /u- 5 % ? 3i ^^TK^tT^ia u wm^^m ^mupm^m-r v v 

\,*L<Dlb s DMF (3ml) U 4 ^-dr^vM? ( i2 

15 fe4 9 <H#fc 0 

lH-NMR(DMS0-d6/TMS) : 

6 =2. 52 (3H, s) N 2. 84-2. 90 (2H, m) N 3. 37-3. 44 (2H, m) , 4. 96 (2H, s) , 

6. 84 (1H, s) x 7. 14-7. 19 (2H, m) , 7. 78 (1H, d, J=8. 6Hz) , 

7. 96 (1H, d, J=8. 9Hz) , 8. 03 (2H, br) ,8. 34 (1H, dd, J=l. 7, 8. 6Hz) „ 
20 8.6K1H, t, J=5.6HzK8.83(lH,s) 

FABMS ("m/*z)" : 3 5 3 (M+ 1 ) + 

mt&m 5 0 

6 -[4- (3 — T K / ~fxi /K^r vO - 6 - * 2 - fc° V 5 v^/K) -2 

-^^vM-^v-g^ • Wk^*5 0) 

25 ^^/l/ 6- (4— t YvZcis—G-fJ-As-Z — H° ]) -l—fy 
3-/\s**is7±?—h (3 2 4mg) fcj:W»!J!)A (2 0 0mg) (7) 
DMF (5ml) »N- ( t h =Sf v^/l^^/U) - 3 -^ffc^o tVl^T 

^ ( 2 5 0 m g ) yoit8 0 °CT» 8 «F|BH»#.bfc 0 Ki^Srl^^^/l-- 5 

%^^^7K^-e^-iau, g^^^m^^foj^^TK*^ h y 9 -Message, 
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tilt&G.mtt&tfS—A' (5ml) i;Ligfi?U 4&j£*S*ffc-*- h U 
(10ml) ^Dit2lHW^tfco mm Lfcafe@#&3fcLTtt84*-eife 
5 ^L7c<7>^ 3l#tt#4«3£4»-^aJ-^-^^»ffi (2ml) W8fl¥U 

f/K'^LT, 5 0 %%tz a 

1H-NMR (DMS0-d6/TMS) : 

6=2. 09-2. 19(2H,m) > 2. 53 (3H, s) .2. 97-3. 01 (2H, m) % 
10 4. 22-4. 27 (2H, t, J=5. 9Hz) ,5. 04 (2H, s) , 6. 86 (111, s) , 

7. 25 (1H, dd, J=2. 6, 8. 9Hz) .7. 41 (1H, d, J=2. 3Hz) ,7. 91 (1H, d, J=8. 9Hz) „ 

8. 00 (1H, d, J=9. 2Hz) ,8. 24 (2H, br) N 8. 38 (1H, dd, J=l. 7, 8. 6Hz) „ 
8. 85 (1H, d, J=1.3Hz) 

FABMS (m/z) : 3 6 8 (M+ 1 ) + 

15 mmm 5 1 

6- {4 - [N- (2-T 5 J^tV) T * 7 b^v-] -6-y 

^Vl'- 2 - fc° y 5 >^/W - 2 -^7^^^ • Uk&Va 5 1) 0) 

mm 

6- (4-t KD^ri/-6->^-2-t°!j -2-^7 
20 fWV7t^-h (9 7 2mg) & JcU^Tk^j^ y (4 9 0mg) <D 
DMF (7ml) *&#fcJ|ffcBfflft t (0. 5 3ml) %fiaz.T^UT"— 

%mnmm*m~r h y ^^mm^hm^mm^m^Ltz(D-h. 4m.mm.m- 
>j**y-^mwL (i 2mD i^tt, mu.-c3Q$mmwLt~o &j&mz.^— 
25 T/\s%m^TmmLfr&n&®fc*zmL, t&mvtz<D-t>, dm f ( 7 m i ) 

fcjgfllU N— ( t h^v-^/V/JwU) ifkyi?7^ (4 6 1mg) , 

1 - (3 —*j*7A'T^ /zfv\?/v) - z -^l^-7^7v^j^ % k • mmm. cs 

5 2 m g ) > *5 ±t5N- t Ko ^fv"<y/ h y TV*— A — -tK?04^) (4 4 1 m g ) 
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•Jb, mmrxmrn^tio mmm*^? (5mi) Am^Amt 
-r'h v v j*Amm ( 1 4 m 1 ) ^mtlx 3 B#r B ^# Lfc 0 ^ / —/us 

5 *y-^mm (12ml) [z.mn\^s ■mM.x^mmm.w^t^o ^Am^—v-^a 

1H-NMR (DMS0-d6/TMS) : 

6 =2. 52 (3H, s) „ 2. 89-2. 94 (2H, m) , 3. 42-3. 48 (2H, m) . 4. 68 (2H, s) „ 
10 5. 04 (2H, s) ,6. 87 (1H, s) , 7. 37 (1H, dd, J=2. 3, 8. 9Hz) , 7. 42 (1H, s) „ 

7. 92 (1H, d, J=8. 6Hz) .8. 03 (1H, d, J=8. 9Hz) ,8. 14 (2H, br) „ 

8. 39 (1H, d, J=9. 9Hz) .8. 54 (1H, t, J=5. 3Hz) .8. 86 (1H, s) 
FABMS (m/z) : 4 1 1 (M+ 1 ) + 

mmm 5 2 

15 1- [N- (2-7 5/ 3:fA/) ./^/V/K-A'T^/Kl -6- (4-tK 

n^ri/- 6-^^/1^- 2 — try 5; v^/lO - 2 -^^^•/I'^v'g^^ • ^^ife 
(ffc^fe 5 2 ) 

T. Na k a y am a b<Djj'& (WO 9 6 2 0 9 1 7) |^V^Lfc> 
6 — T Kn=^>- l -•^^-/KTi?**- h • * Z^^As 

20 (7 0 Omg) &£T$°r h V h*is K (2 O Omg) St&tM * 

J ■ — A* (3 0ml) fcjgflIU T±bm$k^^ (3 5 1mg) 4 B# 

m 1 ) U 4^7K^k^" h y AtK^ (5. 4ml) ^iPx. N 

25 i. 5mmmwi,fc 0 Rmmzi o%^^^m^mmx^fa\.x^ mmvitmit 

-Sr^ElU 2-tKo*'>-6- (4-t Kn.*i/-6-^fA/-2-tf'J 
=/V) - 1 — ^^^/^Sim^^/Co t#btLfc2-t Kn^r->-6- (4-tKn 

2-t°y *S^=.yV) -l--7 % -^^7l-^ (30 Omg) 
D?N- ( t i/^A-tf: — /W) ifl/yy7?y (I7 1mg) 5: DM F 
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(5ml) i^JWU h V 7/- /U- 1 --r^-^-drv— h U * (-V^- 

/ T$y) = ^^ri^7/l/^-o^^7i— h (4 6 9mg) £5<£U«N, 

N-^y/n tVl-xf^7 * > ( o . 2 2ml) £;bPx_. ifiT— Ifffif L 
fc 0 SJ^^^5%^^^g^^T^fPLT, #TffiLfc@ft:&5EiU N- [2 
5 - (t-7l^r^^;V7>y) xf 2-t (4-tK 
o^i/-6-^^/k- 2 -t o y ^ i/^ju) - \ --)-7^-;V\ rtF7 5K (2 7 
4mg) ^^fe@^<t LT#fc 0 #b*LfcN- [2- ( t h^v^/l^x^ 
T^y) ^^-/1^-2-t Kndr->-6- ( 4 — t K n ^ 6 — ^ ^/U— 2 — fc° 
!) 7th7U* (2 7 0mg) *5«fc V 

10 ^ (8 1mg) £DMF (3ml) U ^fiTTNfc-ffcfHfc t 

(0. 0 9ml) 2r*Px., —m&ffltLlto SJES«ftS:«JEET-eaittL, &@«J«r 

CO^, iffTT-gi Lfc,, a@4^{-4M^m-^^^v^ (4. 8ml) 

15 Lt; j^te5 2%#fc 0 
lH-NMR(DMS0-d6/TMS) : 

6 =2. 52 (3H, s) , 2. 85-2. 87 (2H, m) , 3. 28-3. 37 (2H, m) , 3. 93 (2H, s) , 

5. 02 (2H, s) , 6. 84 (1H, s) N 7. 29 (1H, d, J=8. 9Hz) N 7. 84 (1H, d, J=8. 9Hz) , 
7. 95 (1H, d, J=9. 2Hz) ,8. 33 (1H, dd, J=l. 7, 8. 9Hz) , 
20 8. 78(lH,d, J=l. 7Hz) 

F ABMS (m/z) : 4 1 1 (M+ 1 ) + 
HJfe#J 5 3 

6- [5- (6-7^;^^) -4-t Kn^v / -6-^f7l'-2-t°y 
$ v^/lx] - 2 *swm • 5 3 ) <DWt 

2? T± hg^m^/W (4 1 Omg) 'SrDMF (6ml) fcljgfl? U 6 0 %7klHfc 
-Ml f (4 0 Omp. ZfrftTyUU 7L X 3 0 &jfflflt&& % N - ( t - :/ h * 
-6-*ft^>U7^ (5 8 0mg) &MTlST'-l!ii:i 
^L/v_ u RJCSiKSrBlFift*^-^- l O % * a: >ifc*J8fi0r?aflB U SHfc^^vHiS: 
.^Tk^-v^^^^T^^, ^JITT'^bT^fe^^K (5 0 0mg) 
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ZntCo i-hV VJ»* K (3 2 4mg) * ?>• $ J—fls (20ml) WMU 

2 -T K vV - 6 h— )V • # (5 6 4mg) *3«tt/ 

4fe|i#fett*t*W (5 0 0mg) ^MtL, 8 0°C-C2 5B#r H W#Lfc 0 

^7— /U) T'tlLT, 5- (6-7^ / ^ is /is) -2- (6-t Kn^>- 
2-^-7^/V) (1 lOmg) 

t LT#fc 0 nhfhtz5- (6-7^7^^) -2- ( 6 - fc Kn 2 
10 -^-7^-^) - 6 - ^f;Hfy 5; — 4 (1 1 Omg) &£Tfm7kfi<. 
mXVVJ* (3 3mg) &DMF (2ml) U t£TtI«t-7' 

^ (0. 0 4ml) -K&MWLt^ M5:iJETT*iit, 

15 jRU t— 6- {5- [6- (N- t -7' h^r>'*;^n^7 5 /) ^ 
4 - 1 K n ^ 6 - ^ f 2 - f U v^^^] } -2-^:7^/1^- 
3rVT-fer^- b^Mfe^^Si bT#feo #b*bfe»^*K (6 4mg) fcl, 
4ft^!ftife-^^1^>1S* (3ml) ^PXL, ^ia-C2I^B88I^Lfc„ RJfcifc 

20 lH-NMR(DMS0-d6/TMS) : 

6 =1. 39-1. 60 (8H, m) % 2. 60-2. 77 (7H, m) , 5. 08 (2H, s) „ 7. 15-7. 19 (2H, ra) % 

7. 78 (1H, d, J=8. 9Hz) „ 7. 89 (1H, d, J=8. 9Hz) „ 8. 08 (2H, br) „ 

8. 28 (1H, d, J=8. 9Hz) ,8. 79 (1H, s) 
FABMS (m/z) : 4 1 0 (M + l) + 

25 MW\ 5 4.. 

6 - ( 4 - t KP =3ri/- 6 - * 2 - fc° V ^ i?= /U) - 1 - 3 — P- 2 — 

^-hy»7i^ 6- ( 4 - t v/- 6 - y f /l^- 2 -t ? !J -2- 

7 ^/toT^v'T -ir * — h (33mg) M(2ml.) tdfetfU 3^* (l 
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o 3 m g ) &mz.x 7 o°cx6mmmw^ti 0 R^m^mj±Txmm^ti(D-h, 

5 fe 0 

1H-NMR (DMSO-d6/TMS) • : 

6 =2. 47 (3H, s) N 4. 95 (2H, s) .6. 75 (1H, s) , 7. 31 (1H, d, J=7. 6Hz) , 

7. 91 (1H, d, J=8. 9Hz) .7. 98 (1H, d, J=8. 9Hz) ,8. 40 (1H, d, J=8. 9Hz) , 
8.74(lH,s) 

10 FABMS (m/z) : 4 3 7 (M+ 1 ) + 

H*£#<J 5 5 

^Sis/V 6- (4- t Kn*'>-6-^^ — 2 -try /V) -2— f 

7f;me/7t^-h (^lJ5 5) ©Iftat 

6- (4-t Kndp^— 6-^^/1^- 2- t°y * t?=./u) - 2 --^^/l^-df- 

15 fgfifc (6. 2 g ) <r>*9j — Ooomi) t&m\z^ ^2&T"C£l8Hr A 
(3. 3g) cotR (3 0 0ml) ^^P^l, ^«?LfcO*,, ^BETT^Sr® 
*U WtoSrttAU % #^tvfcirv">A 6- (4-t Kn^^-6-/f/> 
-2-t°y^^^/V) - 2-^7^/^^rv-T-tr^— h (140mg) ©DMF 
(lml) ^^ffc^^A* (0. 0 4ml) ZMtLXMUX* 3 O ^Wttj^ L 

1H-NMR(CDC13/TMS) : 

6 =2. 55 (3H, s) , 5. 09 (2H, s) % 5. 24 (2H, s) , 6. 62 (1H, s) N 
25 7. 10 (1H, dd, J=2. 6, 8. 9Hz) N 7. 15 (1H, d, J=2. 6Hz) % 7. 23-7. 32 (6H, m) % 

7. 66 (1H, d, J=8. 6Hz) „ 7. 79 (1H, d, J=8. 6Hz) , 8. 36 (1H, dd, J=l. 7, 8. 6Hz) , 

8. 78 (1H, s) 

FABMS (m/z ) : 401 (M + 1 ) + 

mifoffl 5 6 
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y-^-zi^ 6- (4-t Kndr->-6-^f^-2-t°D - 2 —T 

-£v">i* 6- (4-t Kndf^-6-^f;^-2-t o y v^/W) -2— 

h (3 0 0mg) ©DMF (2ml) mWi^l -^zit/^- 

5 y (o. Hmi) ^ijux.xm^2mmmwvf' 0 Rfcrnzmm^^-ffifo 

1H-NMR(CDC13/TMS) : 

10 8 =0. 86 (3H, t, J=6. 9Hz) N 1. 16 (12H, m) , 1. 58-1. 64 (2H, m) .2. 56 (3H, s) , 

4. 19 (2H, t, J=6. 6Hz) ,5. 03 (2H, s) ,6. 62 (1H, s) „ 

7. 12 (1H, dd, J=2. 6, 8. 9Hz) „ 7. 17 (1H, d, J=2. 3Hz) „ 7. 72 (1H, d, J=8. 6Hz) „ 
7. 88 (1H, d, J=8. 9Hz) % 8. 40 (1H, dd, J=l. 7, 8. 6Hzh8. 83 (1H, s) 
FABMS (m/z) : 4 3 7 (M+ 1 ) + 
15 5 7 

* Y5r i s* s 5-J\' 6- (4- t 2 - k° U * v^A-) - 

-fev/^^ 6- (4- t Kn^rV- 6 -^^/v- 2-tTU ^ S^—AO -2-^ 

h (3 0 0mg) ©DMF (2ml) h=^> 
20 ^ 5 >- ( 0 . 06ml) SrAnxLT^ia-e 2 ^FRgift^ LfCo K^iS^-g^^A— 

A) T'tlLT, ft^4fe5 7£S&@ffc ( i; LT#fc 0 
1H-NMR(CDC13/TMS) : 
25 6 =2. 56 (3H, s) „ 3. 38 (3H, s) , 5. 08 (2H, s) , 5. 36 (2H, s) , 6. 64 (1H, s) , 

7. 12 (1H, dd, J=2. 6, 8. 9Hz) x 7. 16 (1H, d, J=2. 6Hz) , 

7. 71 (1H, d, J=8. 6Hz) .7. 88 (1H, d, J=8. 9Hz) ,8. 40 (1H, dd, J=l. 7, 8. 6Hz) , 

8. 83 (1H, s) 

FABMS (m/z) : 3 5 5 (M+ 1 ) + 
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MMM 5 8 

2- [2- (2-^ h^fv-x ^ h^rv-] oi^/P 6- (4-t Kn* 

>- 6 — 2 -t°y ^ v^/U) - 2-**-:7^vM-3F-->T-fe*— h (jb-a-^ 

5 8) (7)Mit 

5 h y ai^Ui/^iJ /WE-/ ^^cn — (o 8ml) &t?Vi/> (2 
ml) fcg?*?U OtTtfby^^;^yi| (0. 3 9ml) ^Px.T2B#^ 

JftU ^cBETT^bT, 2- [2- (2-/ h f =*r i/) x h^/] ^ 

10 tV tfl/X/Ufc*— f^ilLfc. 2- [2- (2-/h3rv^h 

dr-» :nh3r*>] m^vi^ ^^V^/^^— h (l2 0mg) £-fev"7i» 6- 
(4-t Kn^^>-6-^^7W-2-t°y ^v>-/U) - 2 — ^^H*-* wfe 
^— h (2 0 0mg) ©DMF (2ml) mmi^^-X^UX' 2 tiffflmW L/d„ 

1H-NMR(CDC13/TMS) : 

6 =1. 57 (3H, s) , 2. 55 (3H, s) , 3. 52-3. 79 (8H, m) , 4. 34-4. 40 (4H, m) , 
20 5. 07 (2H, s),6. 62 (1H, sh7. 13 (1H, dd, J=2. 6, 8. 6Hz) % 

7. 17 (1H, d, J=2. 0Hz) , 7. 72 (1H, d, J=8. 9Hz) , 7. 89 (1H, d, J=8. 9Hz) , 

8. 40 (1H, dd, J=l. 7, 8. 9Hz) v 8. 82 (1H, s) 
FABMS (m/z) :4 5 7 (M+ 1 ) + 

MMM 5 9 

25 N- ^ K^^/t' 6- (4-t Kn^rix-6-^^/^-2-t: 0 y 

irV7A 6- (4-t Kt3df->-6-^^/U- 2-t°y ^ v?=/W) -2-^ 

h (2 0 0mg) ©DMF (lml) M(CN- ( 2 -jft 
it^M 7^;W U' (1 0 5mg) Sr*P^LTM-e2l^raaH$L^:„ KJ« 
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1H-NMR(CDC13/TMS) : 

5 6 =2. 53 (3H, s) ,3. 99 (2H, t, J=5. 0Hz) ,4. 47 (2H, t, J=5. 0Hz) .5. 02 (2H, s) , 

6. 58 (1H, s) ,7. 1 1 (1H, dd, J=2. 3,- 8. 6Hz) v 7: 15 (1H, d, J=2. 3Hz) , 

7. 64-7. 76 (5H, m) , 7. 86 (1H, d, J=8. 9Hz) ,8. 33 (1H, dd, J=l. 7, 8. 6Hz) , 

8. 74 (1H, s) 

F ABMS (m/z) : 4 8 4 (M+ 1 ) + 
10 MMM 6 0 

2-N, N-^f-^T^yxf-A/ 6- (4-tKn^v/-6-^f;V-2 
- t° y 5 ^~/U) -2-t7f/l/^>7t^-h (ft^6 0) <7)M3g 
-ti/VM. 6- (4 - t. Kn^ri/- 6 —^ s f-/^— 2- t°y 5; v^/V) - 2 — -f- 

(2 0 0mg) ©DMF (2ml) W&L\Zl&XC2. — 9 J * 
15 f^T^/x^y (5 4mg) ^P^Tt£-C2B$fWLfc„ RfEiRSrBi*^ 

1H-NMR(CDC13/TMS) : 

20 8 =2. 28 (6H, s) , 2. 54 (3H, s) „ 2. 65 (2H, t, J=5. 6Hz) „ 4. 35 (2H, t, J=5. 6Hz) „ 

5. 02 (2H, s) .6. 60 (1H, s) ,7. 04-7. 08 (2H, m) ,7. 61 (1H, d, J=8. 6Hz) % 
7. 80 (1H, d, J=8. 3Hz) .8. 31 (1H, dd, J=l. 6, 8. 6Hz) ,8. 74 (1H, s) 
FABMS (m/z) : 3 8 2 (M+ l) + 
1 

25 2 -=Z)V-fa y / ^=f-jV 6- (4-t KP^f^-6-^f/l'-2-f y ^v?= 
AO -2-^-7^/V^i/Tir^- h (^6 1) tf>Mi£ 

-trv"7^ 6- (4-t Kodri/- 6 -^/U- 2- t°U * i/~/V-) -2— 
7f-^V7t^-h (3 0 0mg) WDMF (2ml) ^|C4- (2-^ 
it^^/is) ^Wfcy^ (1 1 2mg) Sr*IIx.T^iai?2^ra8M^Lfco RlS^S: 
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jvj*-3l? j -eltllT, ft&m 6 1 S:#fc 0 

1H-NMR(CDC13/TMS) : 
5 6 =2. 39 (4H, t, J=4. 6Hz) s 2. 56 (3H, s) , 2. 62 (2H, t, J=5. 6Hz) , 

3. 61 (4H, t, J=4. 6Hz) ,4. 34 (2H, t, J=5. 6Hz) ,5. 04 (2H, s) ,6. 61 (lH ( >s) , 
7. 10 (1H, dd, J=2. 3, 8. 6Hz) , 7. 12 (1H, d, J=l. 3Hz) , 7. 68 (1H, d, J=8. 9Hz) , 
7. 85 (1H, d, J=8. 6Hz) ,8. 37 (1H, dd, J=l. 7, 8. 6Hz) ,8. 80 (1H, s) 
FABMS (m/z) : 4 24 (M+ 1 ) + 
10 UW\ 6 2 

2-tfys?^f-/U 6- (4-t Kn^i/-6-^f^-2-t°!j 
A") -2-'}-77-A'tti/T-t*—b («6 2) Oi^it 

-fev-^A 6- (4-t Ko^r^-6-^^-2-t°y — 2— "f 

7fy^i/7i?^- b (I5 0mg) ©DMF ( 1 m 1 ) ^|Cfift2-f3 
15 !)y (47mg) ^nx.T^MT2^P^#Lfcio S/»£^g£^^u-^q^ 

1H-NMR(CDC13/TMS) : 

20 6 =2. 55 (3H, s) , 5. 14 (2H, s) , 5. 36 (2H, s) , 6. 63 (1H, s) , 7. 01-7. 15 (3H, m) „ 

7. 23-7. 39 (2H, m) , 7. 65 (1H, d, J=8. 6Hz) „ 7. 80 ( 1H, d, J=8. 6Hz) „ 

8. 35 (1H, dd, J=l. 7, 8. 6Hz) ,8. 51 (1H, d, J=5. 0Hz) .8. 77 (1H, s) 
FABMS (m/z) : 4 0 2 (M+ 1 ) + 

MMM 6 3 

25 2-fcXy *Jj^*5~j\< 6- (4-t Kn^>-6-^f/U-2-t°!J ^ v 5 - 
A') - 2-^7^-yi/^i/Tir^- h (^6 3) <Z)^it 
irv">A 6- (4- t 2-t°y ?>^/v) — 2 

h (2 0 0mg) CO DM F (2ml) 1 - ( 2 -£[ 

ft^/v) t'^y^y (7 4mg) Sr*D*.TM-e2I^IRHt^Lfc 0 RJ&ffi&ft 
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1H-NMR(CDC13/TMS) : 

5 6=1. 37-1. 41 (2H, m) , 1. 50-1. 58 (4H, m) „ 2. 37-2. 40 (4H, m) , 2. 54 (3H, s) , 

2..64(2H, t,J=5,.9Hz),4. 35 (2H, t, J=5. 9Hz) .4. 98 (2H, s) ,6. 59(111, s) ; 

7. 06-7. 10 (2H, ra) , 7. 64 (1H, d, J=8. 9Hz) N 7. 83 (1H, d, J=8. 6Hz) , 

8. 33 (1H, dd, J=l. 7, 8. 6Hz) .8. 76 (1H, d, J=l. 0Hz) 
FABMS (m/z) : 4 2 2 (M+ 1 ) + 

10 MMM 6 4 

tV*n-f ;VJr3ci/*^-;V 6- (4-t Ko^ri/-6-^f;l/-2-t 0 y 

iri/^i* 6- (4-t K^dri/- 6-^^/1— 2- try - 2 — 

^^W^-^r^/T-fe-^— h (2 0 0mg) ©DMF (lml) ^^i-^nn^^/V 
15 fcXU— r- (0. 0 7ml) ^P^T^?g.t?2B#r^#bfc 0 RlSjSSrgfBfe^ 

1H-NMR(CDC13/TMS) : 
20 6=1. 12(9H,sK2.56(3H,sK5. 10 (2H, s) ,5. 85 (2H, s) N 6. 63 (1H, s) „ 

7. 12 (1H, dd, J=2. 6, 8. 9Hz) , 7. 16 (1H, d, J=2. 0Hz) , 

7. 71 (1H, d, J=8. 6Hz) .7. 89 (1H, d, J=8. 9Hz) .8. 39 (1H, dd, J=l. 7, 8. 6Hz) N 
8.8K1H, s) 

FABMS (m/z) : 4 2 5 (M+ l) + 

25 n&m 6 5 

N, N-'^W$ J -tuViS— As*=5-;V 6- (4-t 
/V- 2 - 1° y * v^/U) - 2-^-7^/^^v-Tir^— h (ft##>6 5) O^it 

-ferV>i^ 6- (4-t Kn^r'>-6-^f/I/-2-f U v^A') -2— -f 
7^y^dri/T-fe-^— h (2 0 0mg) CODMF (lml) JgJRld^ffcN, N- 
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i?t ^/l/T-fe h T 5 K ( 0 . 09ml) SrJn^T^a-e 2 NfBH««J Lfz a frfcm 

lH-NMR(DMS0-d6/TMS) : 
5 6 =2. 50 (3H, s) , 2. 83 (3H, s) , 2. 89 (3H, s) , 4, 93 (2H, s) % 

5. 21 (2H, sK 6. 84 (1H, s) , 7. 12 (1H, dd, J=2. 3, 8. 6Hz) , 

7. 16 (1H, d, J=2. 3Hz) .7. 75 (1H, d, J=8. 9Hz) ,7. 99 (1H, d, J=8. 6Hz) , 

8. 32 (1H, dd, J=l. 7, 8. 9Hz) x 8. 82(111, s) .9. 97 (1H, s) 
F ABMS (m/ z ) : 3 9 6 (M+ 1 ) + 

10 mMffl 6 6 

2-t Kn^^xf/u 6- (4-t Kn^v'-6-^^;U- 2— try 5 v>— 
/U) - 2 — J-^^vl^^W-fc* — h (|^ti6 6) 

ji^u^^y 3— /we/^i/^/um— (i. 4 m i) srtrys^ (2 

ml) f-^filU OTC-C^fc^^V^^^Sft (0. 8 5ml) SrJP^T, 2Bf 

i^;*/M^ — h (2 3 0mg) Sriri/^^ 6- ( 4 - t Kn df- 6 - * 
20 - 2 - t° y ^ *J~/V) -2-t7^;W^7t^-h (4 0 0mg) ©DMF 

(2mi) mmz.nz.x smmmw^fco ^m^^im^^-mmmm^m^ 

SET-CifiLfco »l:iO%A7i;^i.M (2 0 0mg) ZDUZ.. ^ 
*J—A' (8ml) LT7K*^Tl?2B#r^#Lfc 0 Rj&ii££5igU 

25 5^£r^J±T"e^*gL7c v-y 33tf;V$> =y J* (^f-^-g^^^/u) 
IL-C, {k^6 6*#fc„ 
1H-NMR(CDC13/TMS) : 

6 =2. 56 (3H, s) , 3. 80-3. 84 (2H, ra) % 4. 34 (2H, t, J=4. 6Hz) x 5. 08 (2H, s) % 
6.64(1H, s),7. 10-7. 16(2H,m) N 7. 73 (1H, d, J=8. 6Hz) , 
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7. 90 (1H, d, J=8. 9Hz) .8. 41 (1H, dd, J=l. 7, 8. 9Hz) ,8. 83 (1H, s) 
FABMS (m/z ) : 3 5 5 (M+ 1 ) + 

■mmm 6 7 

(S) - ( + ) -2, 3-yt Kn^ry/Dt> 6- (4-t Kn^f->-6 

5 -^f^-2-t°!J - l—ry^-lVHr^r-yT^^— V 7) 
<7>§^f 

(s) - (+) -2, 3 -s;t*y7V- 4 * y — /v 

(1. 2ml) %t"Vi?> (2ml) (d?gft?U OttSib^^^^vSl 
(0. 8 5ml) ^P^T2B#r H m#b/t 0 £j£^&gfc®^^/l— fifrfo^Tk^S 

(S) - ( + ) -2, 2-v^^/P-l, 3 4 -*?-/l> * ? 

>^/^^—v^nt^ 0 nhntz, (s) - (+) -2, 2-^^^/1—1, 3 

-^y7>-4-^f/P ^V^/i^l^ — h (2 10mg) £rirv">i>< 
15 6- (4-t F^v/-6-;^/l'-2-t o y 5 v 5 -/!/) -2-^"7^/^^r^ 
7^-h'(400mg) ©DMF (2 ml) ^f&l^n^T 2 B#fHHf# b/c 0 S 
j£ft$£@»3L^/i— ISfPM^TK^-t- h y ^ATK^-C^ffiL^^^, g^S^^/i^ 

(8ml) t^fi¥U 6 0°CT-4B#^»^. Sl£^£^J±T-eiiifi U ^> y # 
20 y/^^^ (— ^-V^-mm^/^) tftlLT, 7 ^^^MW-t LT 

^ff /"Co 

1H-NMR(CD30D/TMS) : 

6 -2. 53 (3H, s) „ 3. 51-3. 53 (2H, m) , 3. 86 (1H, ra) „ 

4. 20 (1H, dd, J=6. 3, 11. 2Hzh4. 29 (1H, dd, J=4. 6, 11. 2Hz),5. 10 (2H, s) „ 
25 6. 71 (1H, s), 7. 09-7. 13 (2H, m) ,7. 70 (1H, d, J=8. 9Hz) , 

7. 86 (1H, d, J=8. 6Hz) .8. 31 (1H, dd, J=l. 6, 8. 9Hz) ,8. 74 (1H, s) 
FABMS (m/z) : 3 8 5 (M+ 1 ) + 
HJStfiJ 6 8 

6 - ( 2 - f y 5 - 2 -t7f^^f *sWm Ut&VS 6 8 ) (OWk 
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2 - 7 ^ '>V - 6 - t7 H/V • ^ ^ y7/^yi$ (282mg) „ 1, 1, 
3, 3-T h?* h^f^OAy (2ml) , *3«fcU«T-fe h=- h V (2ml) 

6-— (2-tf y -2-t7F-«f;„ #btb/c6- (2-t°y?: 

i^/l/) -2-t7H/l/ (2 5mg) £rDMF (2ml) KigflPU ***j^gfc 
#y*A (46mg) ft £Xfifk<k&Wt* 3^A> (0. 0 1ml) ttttiiBti 

/p) -2—ry^-/u^^T±^- h&mtio mhtitzTt^/v 6- (2- try 

5^^) - h (24mg) ^m^/— (5 

ml) KffiliBU 2#i5£7k$Hb^- h y ->AtKM (0. 2 m 1) ZMtLX 205) 

lH-NMR(DMS0-d6/TMS) : 

6 =4, 85 (2H, s) , 7. 27 (1H, dd, J=2. 6, 8. 9Hz) , 7. 35 (1H, d, J=2. 6Hz) , 
7. 45 (1H, t, J=5. 0Hz) „ 7. 92 (1H, d, J=8. 6Hz) .8. 06 (1H, d, J=8. 9Hz) , 
20 8. 46 (1H, dd, J=l. 7, 8. 6Hz) ,8. 93-8. 94 (3H, m) „ 13. 09 (1H, br) 

FABMS (m/z) : 28 1 (M+ 1 ) + 
MMM 6 9 

6- (4-^nn-6-^/V-2-fy v^/>) - 2—f-7^-/^yt^^m 
m (it&ya 6 9 ) <DMB 
25 6- (4 — ^ n n - 6 ^7U— 2 - t° y ^ i/=-/V) -2-f7 h-^ (7 9 
Omg) *3<tt^M7K^^ y ?A (8 0 0mg) &DMF (5ml) JiLffiSjS U 
flSTT'IiM t --f^-tv ( 0 . 8 4ml) &flP;LT— BfeflM* Lfc 0 KJfcfKS: 
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i/Tt?—h (8 0 0mg) %mtlo Uhnt^t - y^;^ 6- 
G-ff-sW}) ^*J—A<) - 2—)-7?-;V3-3ci/T±$— V (3 5 0mg) &h 
y (3ml) Mj^fi? U IgfiT* 2 B#f?gffi# L7c 0 RJ&jRU:^— 7^ 

5 — (1:1) <DWL&&m (3 0 0ml) ZMtLX 1 B#M# U flrffi L 

lH-NMR(DMS0-d6/TMS) : 

6 =2. 58 (3H, s) „ 4. 84 (2H, s) N 7. 27 (1H, dd, J=2. 3, 8. 9Hz) , 7. 34 (1H, s) , 
7. 53 (1H, s) .7. 92 (1H, d, J=8. 9Hz) N 8. 08 (1H, d, J=8. 9Hz) , 
10 8. 39 (1H, d, J=8. 9Hz) .8. 87 (1H, s) , 13. 07 (1H, br) 

F ABMS (m/z) : 3 2 9 (M + 1 ) + 
■MM®\ 7 0 

2- [6— (4 - t Kc^ft/- 6 —fT-As— 2 - t°!) 5 7U) —2--f-y^- 
As***/] ^/\> T-tf—h (ft^tl7 0) ©M3t 
15 2- (6-tFn^f->-2-t7f;V) -6-^M°y v^y-4-t-/V 
(1 . 1 g) *5«fcl*4Rl7k^K;& y ?7i» (8 9 Omg) £rDMF (l Om 1 ) 
$BU l£Tt* 2 — ^U^Eoc^A, T - fe ^_f. ( 0 _ 4 8ml) ^ApU 80°C 

Asjj?J* (^npjfc/W*-**/ — /u) f^LT, 2- [6- (4-tFn^f 

h Wfc^ft7 0) *3«fctJS2- {2- [6- {2-T-ty*i/^y*i/) - 2 —T 
7 3- A"] —G—*3-As— 4— t°y 5 /^^f-» T-fe^— h (Hfeift 

25 tfc&SC) £#fc D 

1H-NMR(CDC13/TMS) : 

6 =2. 09 (3H, s) „ 2. 54 (3H, s) „ 4. 49-4. 52 (2H, m) „ 4. 75-4. 78 (2H, m) „ 

6. 52 (1H, s),7. 12-7, 17(2H,m) ,7.71(1H, d, J=8. 6HzK 

7. 86 (1H, d, J=8. 6Hz), 8. 41 (1H, s) ,8. 50 (1H, d, J=8. 6Hz) ,8. 85 (1H, s) 
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FABMS (m/z) 



3 3 9 



(M+ 1 ) + 



mm 7 i 



2- {2- [6- (2-t Kd^v/x(,^v') - 2 --ry^-/V\ -§-*=f->V 

Hj»J 7 o T\ fc-g>4fc 7 0 £ — bttfc^feffl^K ( 2 - { 2 - 

[6- (2 -Tir h^i/n; h^vO - 2 --^7^/U] - 6 - ^ ^-/U- 4 - fc° D 
v^/I^-^rv-} 3i ^/U Tir ^_ h ) (lOOmg) ^?/-/Mlml) |: 
^? U 4 ^Tk^fb^ h'Jf) AtK^ ( 1 • Oml) St^Px., Ml? 1 fMJf 
W L fc 0 «r 4 - ^^-b- * fr & % MM* £ ^ *. XtikW L , 

tlfWLfclMaiiLt, 7 l &#fc 0 

1H-NMR (DMS0-d6/TMS) : 

6 =2. 49 (3H, s) , 3. 79-3. 81 (4H, m) N 4. 15 (2H, t, J=5. OHz) , 
4. 52 (2H, t, J=5. OHz) N 4. 91-4. 93 (2H, m) .6. 71 (1H, s) , 

7. 22 (1H, dd, J=2. 3, 8. 9Hz) ,7. 38 (1H, d, J=2. 3Hz) , 7. 89 (1H, d, J=8. 9Hz) , 

8. 01 (1H, d, J=8. 9Hz) N 8. 43 (1H, dd, J=l. 7, 8. 9Hz) ,8. 86 (1H, s) 
FABMS (m/z) : 341 (M+ 1 ) + 

MMM 7 2 

2- [6- (4-t Kn^f;/-6-^f;l/-2-t 0 y 

2- [6- (4-t KD^^/-6-^^-2-t°!J v^/V) -2-^-Z7f- 
As*-**S\ Tir^-h (4 8 0mg) **9J—?V (3ml) U 

iiT-e 4 8i5£*®Hb-*- h y r> ( 2 . 8mi) zmr ltc„ mux 3 0 

fc<£4& 7 2 £#fc c 

lH-NMR(DMS0-d6/TMS) : 

8 =2. 47 (3H, s) N 3. 76-3. 82 (2H, mh 4. 51 (2H, t, J=5. OHz) . 



4. 90(1H, t, J=5.6Hz>,6. 69 (1H, s) % 7. 10-7. 17(2H,mh 

7. 76 (1H, d, J=8. 6Hz) .7. 94 (1H, d, J=8. 6Hz) , 

8. 36 (1H, dd, J=l. 3, 8. 6Hz) .8. 81 (1H, s) ,9. 96 (1H, br) 
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FABMS (m/z) : 2 9 7 (M+ 1 ) + 
mtmi 7 3 

6- (4-t \?v*is—6—*^A'— 2-fc°y 5: is—Sis) -2-t7^|' 

7 3 ) omm 

5 v/^^/U 2, 6 —-)-y# ls>i?jJ/l'tf*ri / '7— h (2 0 1g) IZlh/l^^ 
(-6 0-0 0=m 1 ) JfoJ&Pfcv AP?£4T^jj|t, TKPMfc* U ^ (4 6 g) G>*9S 
-)V (9 2 0ml) ^^AP^, 7 5°CT' 1 H#BaflM$ Lfco L 

(4 0 0 0ml) CMtt^L, #M^^D^TtFf{±lL^ll^^5^ 
10 U Tir h>"ei5ttLT, 6-^ h^^^/l^^^/l^- 2 — *-;7 h^£#fc 0 # 
bilfc6-^h^i/^=/l/-2-t7hx|g (I3 6g) ^Y/Vol^ (8 2 
0ml) (8 4. 5g)*5J:t*DMF (0. lml) ^ 

(1 1 OmI) SrAPx., Uat* 1 V^mmW Lfc 0 RJ&^KlWaMcSrflnx., WttiL 
15 /c@f££-5&U Wn^-eft^LT, ^/i" 6 -#/W^E--Ol— 2 -t7^ 

ftbtLfl:*^*/ 6 2 V (I3 0g) <£>ol^/ — 
71- (1 3 0 0ml) ^(^TK^b^- hy^A (45. 4g) <Z>?J<*gj£ ( 7 0 

mi) iB#rpWpmm^b/c 0 &mmzm.j±T-vmmL, mmmzmm* 

20 (4 : 1) ^-e^gdLfCo 7k/if-i|ig^£ 

7 Ltifc. Ilbiifc, 6-^;/w<^yw- 2-^:7 

(4 0g) C7)^b^^-^ (2 0 0ml) ^IIDMF (0. 2ml) 2r7JPx.T, 
25 y7"D tVl^— 7Vl^Ti5fc#L-C, 6-v'7y-2-t7F>f;V ^nyK 

nhthtce--yT j - i—r-7 y^;i< $u y k (40 g) <7>^^y— (6 o 

0m 1 ) ^il:f?aT*3 B&HJf^U #r tH Lfc &&mt£&?>m LT, 7< ^/u 6 

BNSDOCID: <WO 0O31045A1 I > 



WO 00/31045 




PCT/JP99/02938 



(3 2g) tettS—sl' (1 6 0 0ml) d^ftiu 7R^TT^fPi--5*X^b 

yi- (1 9 0 0ml) U 7k^TT«Pi~ 3 St7^7^ f ^£rii C/c<7> 

i-fSMTk (3 0 0ml) &J;t>1gti&^ (2 8 OmJ ) %M?LT, 3 R^MoSffit 

#e>tlfc 6 - 7 5 i^y - 2 - t7 hxi . t^t (3. 2g) (l 
10 5 0ml) iSlitM)^^ h^rVF (2. 7 g) & £WT ± h^^k^^ 

(2. 4g) ZMx., 5 0°C-V6 smm.WLtz 0 Kl£?i$£^U ^Sri&EET 

a^^MMTK (soomi) <^a?u ^tt(d^?.^-e^ 

#LT, fb^7 3 LT#fc 0 
15 1H-NMR (DMS0-d6/TMS) : 

6 =2. 45 (3H, s) „ 6. 53 ( 1 H, s) , 8. 07-8. 1 9 (2H, m) x 8. 28 (2H, s) N 8. 69 ( 1H, s) , 
8. 87 (1H, s) 

FABMS (m/z) : 281 (M+ 1 ) + 
MMM 7 4 

20 N-2- (N' , N' -^f;l/7 5/) sc^/V 6- (4-^on-6-^ 
^/U- 2 - fc° y 5 ^-/W) -2-^-7 h^@£T 5 K • {it&m 7 4) (D 

mm 

6- (4-t Kudf-v'- 6-^^/V-2 -try 5 v^/P) -2-f7FiSI- 
1111 (4 0 0mg) ©tftft-^ (5ml).f»DMF (0. 05ml) 

0ml) SrJn^T, WffiLfc@ft&3SlUho WbttfcSffcfc, N, N-v^^F- 
;Vxf ky^r^y (I90mg) Wf'j^y (10ml) MliUtt, 1 P# 
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BETTER Lfc<£>*>, v^D*W7A (^nnt^-^y-/v) "CWrM L 
fc 0 IIWc^^rTthy (1 0 0ml) (d^?L/c<^ ffi&H (0. 5 
ml) St^II , ^fttlLfc^Hfe@{$:^61lLT, {t£*«5 7 4 &#fc„ 
1 H-NMR (DMS0-d6, D20/TMS) : 
5 6 =2. 51 (3H, s) , 2. 90 (6H, s) , 3. 39 (2H, t, J=5. 6Hz) , 3. 75 (2H, t, J=5. 6Hz) . 

6. 64 ( 1H, s) , 8. 13t8. 28.(4H, m ) , 8. 70 (lH,s) N 8. 93 (1H, s) 
FABMS (m/z) : 3 6 9 (M+ 1 ) + 

Mt&W 7 5 

2- (6 - t -y V^^ftfV^^A^^ 2 -j-^^/U) - 4 — fc Kp^t 

10 */- 5 - t° y ^ v^#/I^^ 7 5 ) <7>Mi£ 

jh^/u 4-t Ko*v/-2- (6-t Kn=5ri/-2-t7f-;U) - 5 - t° y 
V^/^^-h (3. 1 g) ©DMF (10 0ml) 
VfJ* (2. 1 g) *3«fcT/3 *fc#y £A (I66mg) ififlffi 

mtWLit<D-hs mmmt-y^jv (2 g ) &fln;u eBt^jwL^ &j&m& 

fjVjj^J* (^nn^/l/i) TffiltT, X-y^-jV 6- 

fls— 4-t Kn^>- 2 - t°y ^ /V) — 2 —ty^-JVir^r^T^?— h 

20 #?>Hfct-^^/V 6- (5-xhdf^A'#=A'-4-t Kn*i/-2- 
E* yr^'^M' - 2 -^F^/l^dr ->T-t * — h ( 1 . 5 g ) (D3i ? J ->v ( 3 

5mi) wmz. 2 mmfrmt* y * ( 6 m 1 ) sraq*., 2 b#hiji 

25 LT^/Co 

lH-NMR(DMSO-d6,D20/TMS) : 

6 =1. 40 (9H, s) , 5. 07 (2H, s) , 7. 19-7. 24 (2H, m) , 7. 83 (1H, d, J=8. 9Hz) „ 

7. 94 (1H, d, J=8. 9Hz) ,8. 36 (1H, d, J=8. 9Hz) .8. 86 (1H, s) ,9. 08 (1H, s) 
FABMS (m/z) : 3 9 7 (M+ 1 ) + 
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mmm 7 e 
6) (Dmm 

6- (4 - t Kp 6 — ^ ^/U— 2 - t°y 5; V>=-;V) - 2 -^37 h rcj?$ . 

5 (2. 9 g) ©tft^^^ (3 5ml) MtDMF (0. 0 5ml) 

-tV (2 0 0ml) \zMm\^s 5%^^i^t£j^ (5 0 0mg) ^Px.T, 
10 7k (30ml) iOM$aU tR®?^ h y ^ (5 0 0mg) £Anx.T, l?gt*l 

^,^L7c(D^, r±h^ oomi) icmmL, mmm ami) ^MPLxmrn 

lH-NMR(DMS0-d6/TMS) : 
15 6 =2. 61 (3H, s) „ 7. 40 (1H, d, J=5. 0HzK8. 02 (1H, dd, J=l. 3, 8. 6Hz) , 

8. 19-8. 25 (2H, m) % 8. 58(1H, dd, J=l. 3, 8. 6Hz) ,8. 65 (1H, s) , 
8. 82 (1H, d, J=5. 3Hz) , 9. 04 (1H, s) 
FABMS (m/z) : 2 6 5 (M+ 1 ) + 

mmm 7 7 

20 ^=}-)V 2- [6- (2 - t Y3ci/jj/V$=.;VT % y 31 h*is) -2-~T 
y^AA -4-k Ko^i/-5-t o y>^^/U#>v/7-b (^7 7) <Z> 

31^/1^ 4-k (6-t Ka^^-2-t7f^) -5-t°y 

5 is^X/lstf^-i/? — h (3. 1 g) SrDMF (10 0ml) Cl^?U SStK^ 
25 ®?#y>7A(2. 1 g) 33j;r/3 V VJ± (1 6 6m g) £r*q;t, tj&T*l 

H^flSH^Lfc©*?, N- ( t -Zf h^istf^-sU) -2-^nniW;y 

<3. 6 g ) zmtlt i o o°cxi 5mmmwi^fz 0 Ri&m&?>T&u %mz.m 

i^TK (3 0 0ml) ^P^TflTffiLfcUffcSr^&Lfc^, */}) % Jf;vt> ? J* 
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HI-NMR(DMS0-d6/TMS) : 

6 =1 . 34 (3H, t, J=7. 3Hz) , 1. 38 (9H, s) „ 3. 46 (2H, dd, J=5. 6,11. 6Hz) N 
4. 31 (2H, dd, J=7. 3, 14. 2Hz) N 4. 64 (2H, t, J=5. 6Hz) .6. 99 (1H, br) % 
7. 14-7. 20 (2H, m) N 7. 80 (1H, d, J=8. 9Hz) ,8. 01 (1H, d, J=8. 9Hz) % 
5 8. 32 (1H, s) , 8. 39 (1H, dd, J=l. 7, 8. 9Hz) % 8. 96 (1H, s) , 9. 02 (1H, s) 
FABM.1 (m/z.) : 4 5 4 (M+ 1 ) + 

nmm 1 8 

rt^/P 3- [6- (4 - t 6 —ff-As— 2 - t° U 5 -2 

10 6- (4-t Kndr^-6-^^-2-t°!J -2-t7h^i- 

mmm. ( 1 1 o m g ) & t° y s^-»abK ( 9 : 1 ) cou-a-mm ( 6 0 m 1 ) k 

*§ft?U 0 -T^^V^^/^^^^ • i&m& (3 9 0mg) 3oJ;t>DCC (1. 
l g) &WttlWSLWVfc 0 K/fcifc3r5igU 5««r»EET-C»S|gL 

m&mzT± h> (40ml) *5.fcUtai— 5vl/ (80ml) ZMtlXVy 

fc 0 #fetLfc^fiK4fe«:T-fe (8 0ml) fOgfl? Lfctf>*> % ft^lfi (lml) 

lH-NMR(DMS0-d6, D20/TMS) : 

6 =1. 14 (3H, t, J=7. 3Hz) , 2. 41 (3H, s) , 2. 60 (2H, t, J=6. 9Hz) „ 
20 3. 53 (2H, t, J=6. 9Hz) ,4. 04 (2H, dd, J=7. 3, 14. 2Hz) .6. 52 (1H, s) , 

7. 99 (1H, dd, J=l. 7, 8. 6Hz) .8. 11-8. 20 (3H, m) .8. 47 (1H, s) N 8. 72 (1H, s) 
FABMS (m/z) : 3 8 0 (M+ 1 ) + 

mifam 7 9 

3- [6- (4 - t Kndp-V— 6 =^JV- 2 - t°y 5 v^/U) -2-^7^ 
25 r^y/p t°^-v^ (-fb-a-fe 7 9 ) <Z>$83g 

m^/l^ 3- [6- (4-t KD^>'-6-^fyV-2-t o y 5^=^) -2 

-t?^*^^^] t o ^— h • mmm. (4 0 8m g ) zmmfc 
(i 5mi) \zmm u iflTt* 2 ja^TjcgKb-?- h y * j**mm ( 2 . 5 m 1 ) 
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lH-NMR(DMS0-d6, D20/TMS) : 

6 =2. 35 (3H, s) , 2. 61 (2H, t, J=6. 9Mz) % 3. 56 (3H, t, J=6. 9Hz) x 6. 30 (1H, s) , 
8. 00 (1H, d, J=8. 6Hz) .8. 13-8. 26 (3H, m) .8. 48 (1H, s) ,8. 74 (1H, s) 
5 FABMS (m/ z ) : 3 5 2 (M+ 1 ) + 

mmm 8 o 

N-2- (N' , N' -^W^y) ai^/i/ 6- (4-tKn^i/-6 

o) (Dmrn 

10 6- (4-t KnJr->-6-^f^-2-t°y -2-t7 h^l- 

tt«4fi (260mg) £ t° y ^^-»KtK (9:1) ( 1 3 m 1 ) K 

*gfl¥U N, N-^y^/l/x^ky^7 ^ > • Hittiee (l5 0mg) *3«fct*D 
CC (4 0 0mg) SrAnx.T, 1 B.fejf *f Lfc 0 KJfciR £ -5 iSL 6 

^^jiT-citffLfco mmvmz7± b> (25mi) ^d^-tvi^ (50 

-fc- Wm) -cmiKLfCo nbtlfr&£Vo&7± (lOOml) KUgftfLfc 
(1ml) ^Px., ftHlfc^ife@M5SLi:, ft^8 0^ 

1H-NMR (DMS0-d6, D20/TMS) : 
20 6 =2. 39 (3H, s) , 2. 84 (6H, s) , 3. 32 (2H, t, J=5. 6Hz) , 3. 69 (311, t, J=5. 6Hz) , 

6. 46 (1H, s) .8. 15-8. 27 (4H, m) , 8. 61 (1H, d, J=5. 6Hz) , 
8. 74 (1H, d, J=5. 6Hz) 
FABMS (m/z) : 3 5 1 (M + 1 ) + 
1 

25 3i^/u 2- [6- (2-T5: /i h*is) -2-^7^] -4-t Kn* 

>- 5 - t°y * ^y*;«>->7- h ♦ nm.mm. at&vo 8 1 > ©sat 

3:^/U 2- [6- (2- t h^C^/I^^/KT 5 7 3i h^rv') - 2 — f 
•7 3- A*] -4-t Kn^'>-5-t°!J v^y^;^>^/7-h (2 8 0mg) Id 

4ffi.mm.m-i?**D->mwi (5m d ^rx., ^s-e3B#r B ut#t/c 0 
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lH-NMR(DMS0-d6, D20/TMS) : 

6 -1 . 29 (3H, t, J=6. 9Hz) N 3. 32 (2H, m) , 4. 27 (2H, dd, J=6. 9, 14. 2Hz) % 
4. 83 (2H, m) , 7. 12-7. 18 (211, m) , 7. 76 (111, d, J=8. 9Hz) N 
5 7. 95 (1H, d, J=8. 9Hzh8. 33 (1H, d, J=8. 9Hzh8. 87 (1H, sK8. 98 (1H, s) 

FA.BMS .(m/z.) :. 3 5 4. (M+l) + 

mmm 8 2 

2- [6- (2 - t -~7 Y**yt>;Vif,z=.jVT 5 J ^ -2— 

- 4 - t Kd 5 - t° U ^ v'y^^Vi (it^8 2) (DMt& 

10 ^n^/P 2- [6- (2- t -^h^rv^/U/tf— /V75 7i h^rv-) - 2 

- 4 - t Kn 5 - t° U > ^y^7/b*>^7 - b (9 0 7mg) W 

^^y-^ (20ml) t&miz 2 mfefrmt* v *?j**mm Um n s^n*., 

M-C5l$IHl*H*L;fco SJCEaatSrWift'e^SJL, (lOOmg) ^Px.T 

tef—izmft^tio-h. ^Fmyo&z&L, ^m^mm* (250ml) ^xlti 

15 ^Jt^LrCo WtUL7t@^^5^L, M^TR-e^LT, fbl^8 2£#/c 0 
1H-NMR (DMS0-d6, D20/TMS) : 

8 =1. 30 (9H, s) , 3. 41 (2H, t, J=5. 6Hz) .4. 61 (2H, t, J=5. 6Hz) „ 
7. 13 (1H, d, J=8. 9Hz) , 7. 17 (1H, s) „ 7. 76 (1H, d, J=8. 9Hz) „ 
7. 96 (1H, d, J=8. 9Hz) , 8. 35 (1H, d, J=8. 9Hz) „ 8. 90 (1H, s) „ 
20 8. 96 (1H, d, J=2. 6Hz) 

FABMS (m/z) : 4 2 6 (M+ 1 ) + 

mmm 8 3 

2- [6- -2-^7^/V] -4-kKn*'>-5- 

t°y ^ • — fiifijl 3) (DMit 

25 2- [6- (2- t -^>^>#/l^-/PT^ h^rV) -2-t7^] 

- 4 - k Kn =^ V- 5 - If ^y*;l/^ySI (3 8 3mg) id 4 £t&£^- v> 
^IfV&ifc (7ml) ?rAq^ N ^MT4B#p B m#Lfc 0 #fi±} Lfc@ffc£^>$l L 

lH-NMR(DMS0-d6, D20/TMS) : 
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6 =3. 33 (2H, t, J=5. 0Hz) ,4. 86 (2H, t, J=5. 0Hz) ,7. 13-7. 19 (2H, m) , 

7. 77 (1H, d, J=8. 9Hz) J. 96 (1H, d, J=8. 9Hz) .8. 31 (1H, d, J=8. 9Hz) , 

8. 65 (1H, d, J=2. 0Hz) ,8. 90 (1H, s) ,9. 01 (1H, d, J=l. 3Hz) 
FABMS (m/z) : 3 2 6 (M+ 1 ) + 

5 mmm 8 4 

olJ-jv A-^Y^^y-'Z- (6 V*?*/— 2 —~r-7=f-7\s) -5-t°y 

y*^V7-F (^8 4) (D^it 

m^/ix 4 — tKn^v—2- (6-tKB^^-2-t7^) -5 — try 
5 H (3. 1 g) 3rDMF (10 0ml) fcfi&flPU ^ki^rn. 

io K#y?-k (4. 2 g ) ^niifiTi i^JHf ltco^, a^fl^^ (3. 

lg) SrAn^T2 O^rait^Lfco EJEiK&*>iiU ^£r^i£TT«® LTctf) 

15 lH-NMR(DMS0-d6/TMS) : 

6 =1. 33 (3H, t, J=6. 9Hz) N 3. 92 (3H, s) ,4. 19 (3H, s) % 4. 31-4. 34 (2H, m) , 

7. 24 (1H, d, J=8. 6Hz) , 7. 41 (1H, s) , 7. 94 (1H, d, J=8. 6Hz) , 

8. 04 (1H, d, J=8. 6Hz) , 8. 47 (1H, d, J=8. 6Hz) , 8. 97 (1H, s) , 9. 02 (1H, s) 
FABMS (m/z) : 3 3 9 (M+ 1 ) + 

20 Mt&M 8 5 

4-* h3rV-2— (6 h^rV- 2 —Ty^-/U) - 5 - t° ]) ^ ^i^/Uai? 
^ (fc^ife 8 5 ) OMit 

4-^ h=3r->-2- (6-p< h^i/- 2-^7^/P) -5-t°y^v> 
V7J/V^>->7— h (2 4 8mg) <Dzi# ; -/U (8ml) JgifcK: 2&^7kgtffc 
25 ^y^^TK^ffi (2ml) Ztiaz., tffl-Cl 8B#f B m^L7b 0 S^^^Tk 
Lfc<Z>*>, fit®** (5 0ml) SrMT3 0^St#Lfc o WWLfc 

lH-NMR(DMS0-d6/TMS) : 



6 =3. 93 (3H, s) % 4. 18 (3H, s) , 7. 24 (1H, dd, J=2. 6, 8. 9Hz) % 
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7. 40 (111, d, .1=2. 3Hz) % 7. 94 (1H, d, J=8. 9Hz) , 8. 04 (1H, d, J=8. 9Hz) , 

8. 47 (1H, dd, J=l. 3, 8. 6Hz) ,8. 97 (111, s) .9. 03 (1H, s) , 13. 24 (1H, br) 
FABMS (m/z) : 3 1 1 (M+ 1 ) + 

mMM 8 6 

5 (6-t KD^r^-2-t7f;l/) - 5 - t° V * v 5 

2-7v^7-6-t7 • f^x/Uft^fflM. (14. 1 g) (D^f / 

-7V (2oomi) mm^ h is ^->r smm^^-si, o. 7 g > 

VtM)7A ^h^rv-K (5. 9g) O B#P H 1Jf # Lfc 0 flrtti 

10 Lfc@{£3r<5&U / -^Ti^Lfc©^, JtSSbk (2 0 0ml) *5«fcuqft 
(1 m 1 ) ^Px.Ti£T3 0^it#bfc o WI±lLfcl^5|JU ffiM 

lH-NMR(DMS0-d6/TMS) : 

S=1.34(3H, t, J=7.3Hzh4. 33 (2H, dd, J=7. 3, 14. 2Hz) N 7. 12-7. 18(2H,mK 
15 7. 58 (1H, br) x 7. 77 (1H, d, J=8. 9Hz) . 7. 92 (1H, d, J=8. 9Hz) , 8. 02 (1H, br) , 

8. 35 (1H, dd, J=2. 0, 8. 9Hz) N 8. 84 (1H, s) , 8. 88 (1H, s) x 10. 02 (1H, s) 
FABMS (m/z) : 3 1 0 (M+ 1 ) + 
MMM 8 7 

4-tKnJr->-2- (6-t Kn^rv'-2-t7f;V) - 5 - f V * i/l/io 
20 /UjJ?= > V A- Uk&l&O 8 7 ) (DM5t 

2-7 h — fr • 7*^>^/W}^@£i& (14. 1 g) (D^?S 

-/V (2 0 0ml) h^V^f-l/y^77Sixf/i, (9. 7g) jo J; 

l/tF!)^ ^ h v- K ( 5 . 9 g ) SrflU&T^ffl-e 2 0 H#fflJ«# L/c D tfrffi 

25 (3 0 0ml) *5j;t*8|j£& (6ml) BDtT30^FWUc o «fffl Lfc@ 
^ y -/^-ea^bfc©^, DMF (10 0ml) t^fifU 

^ dog) %Mz-Ti%-izmwLfro &.fom%?>mistc(Dib. zm^-T/u 

(1 5 0 0ml) SrflDx., ifiT3 0^jt#bfc o #T ttj Lfc@ffc££8t Lfc©^ 
y # J-n* (1 0 0m 1 ) W£fi?U (0. 5ml) 0 
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7 ^ffco 

UI-NMR(DMS0-d6/TMS) : 

6=7. 18-7. 21 (2H,mK7.82(lH,d, J=8.9Hz) x 7.92(lH,d, J=8.9 Hz). 
5 8. 12(1H, dd, J=2. 0, 8. 9Hz) ,8. 74 (2H, s) „ 10. 29 (1H, s) ,13. 58 (1H, br) 

FABMS (m/z) : 2 6 4 (M+ 1 ) + 
Mt&M 8 8 

2- (6-tKP^-2-t7f;k) -4-t Kndri/-5-t°!J^i;y* 

a^>^t 5 • mm. oft^#> 8 8 ) comm 

10 2- (6 - t Kndfi/- 2 -^^/U) -4-t Kodr->-5-t°!) 

MJ (790mg) * / -/l/ (100ml) ic^fi? U tK^T"CJ£ 

i^iJITtliLfc©^, ^efeSr^^y— /V (5 0ml) tdJgflSU tK^T 
T*T>^^T^^^Pi-6$-eiii:/c^ N LT 3 0 ffiflfttt Lfco TOif£ 

15 £MJ3ETT«§L7t<7>-b, ggg^te: 1 0 %m^7K^^P^L, Wf±JLfe@^^^> 

lH-NMR(DMS0-d6/TMS) : 
20 5 =7. 21-7. 24 (2H, m) ,7. 85 (1H, d, J=8. 9Hz) ,7. 95 (1H, d, J=8. 9Hz) , 

8. 17 (1H, dd, 3=2. 0, 8. 9Hz) N 8. 82 (1H, s) ,9. 04 (3H, s) .9. 51 (2H, br) , 
10. 41 (1H, br) 
FABMS (m/z) : 28 1 (M+ 1 ) + 
MH&ffl 8 9 

25 4-T^y-2- (6-t Kodf^-2-t7f;V) - 5 - fc° ]) K Vl/HAstf 

ut&Qo8 9) (omm 

ol^jv 4 -T * J - 2 - (6-t Kodfi/-2 - 5 - t° ]) * i? 

is is 7 — V (3 2 9mg) O) * ? / - ;U (10ml) 2 g|;£7K@£ 

fc#y*-M<jgifc (5ml) SriO*, 0 f^jlf* L/c d TOflSSr^JET 
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Hl-NMR(DMS0-d6/TMS) : 

6 =7. 20-7. 23 (2H, m) , 7. 80 (1H, d, J=8. 9Hz) ,7. 89 (1H, d, J=8. 9Hz) , 
5 8. 30 (1H, dd, J=l. 7, 8. 9Hz) ,8. 77 (1H, s) ,8. 89 (1H, s) 

FABMS (m/z) : .2.8 2 (M+ 1 ) + • • 

mn&m 9 0 

6- (4 -T ^ J - 5 -TJ/Wjf^v-- 2 - H"V K >>—/!✓) - 2 --}-;7-^v^;<^3r 
^» (Ib-a^ 9 0 ) <Z>®13£ 

10 31^- 2- (6-t KD^i/-2-t7f^) - 4 - T 5 J - 5 - t° ]) * is 
^tu^^ciy^—Y (1. 6g) ^DMF (10 0ml) [Z-Wf$ L N 2i7kj^g£# 
(1. 5g) Vitt) y ^ (8 3mg) ^[JX., l£T'3 0^f B 1 

«#Lfc&, mtmm^^-^v (8 4i mg ) eDiT2 oB#r B w#bfc c 

£r5i§U ^>^{dMM7K (5 0 Oml) »x.tlfflItfL ( #f ttS Lfcl3{*£ 
6- (4 -T 5 7 - 5 -3i 2- t° y ^ v^/l— 2-~t7 

^^**i/T^?~y%&eLmw-b\^xntLo nhi^t^^^-^ 6- u-t^ 

7-5-^ h^v^/l^r^l-- 2 - t°y v^U) - 2 -t7^^v-7t^ 
— I s (3 8 1 mg) (D* $ J -JV (1 Om 1 ) WfcXZ. 2 MfeAmt* V ^T^g 
20 m (4ml) %M7L, ^-^3 BF B 1jt#L7c 0 S£i^i)±K"llLf;©*), 

^ 9 0 £r#fc 0 

1H-NMR (DMS0-d6/TMS) : 

6 =3. 44 (2H, br) „ 4. 87 (2H, s) „ 7. 82 (1H, dd, J=2. 3, 8. 9Hz) , 
25 7. 35 (1H, d, J=2. 3Hz) .7. 86-8. 04 (4H, m) ,8. 43 (1H, dd, J=l. 7, 8. 9Hz) , 

8. 89 (1H, s) > 8.91(lH, s) 
FABMS (m/z) : 3 4 0 (M+ 1 ) + 
MMW 9 1 

^-^-)V 5 —3i hdrv^ 2 - (6 —a: h^^;^'- yl^ h^V- 
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rc^-yv 2- (6-t Ko*'>-2— t7fA/) — 4 — fc Kp 5 - fc° y 

5 v^^/M^v-^— h (3. 1 g) IrDMF (100ml) (^IWU 3**^ 
*A (4. 2 g) *5«fct*3 y *?J* (1 6 6mg) Srfln*., IfiUl 

5 mr^mwLtzco-tb, ^itmm^^ o. 7 g ) srrtn^r 2 o^jt^L/co e 

mmm^^-v^ (200ml) ZMz., Vr&Lfz.mfc%:?>W^ti(Dh, 

10 lH-NMR(DMS0-d6/TMS) : 

6 =1. 18-1. 27 (6H, m) , 1. 35(3H, t, J=6. 9Hz) N 4. 17-4. 26 (4H, m) „ 
4. 35 (2H, dd, J=6. 9, 14. 2Hz) „ 4. 96 (2H, s) „ 5. 2 1 (2H, s) „ 
7. 31 (1H, dd, J=2. 3, 8. 9Hz) ,7. 39 (1H, d, J=2. 3Hz) „ 
7. 92 (1H, d, J=8. 9Hz) ,8. 01 (1H, d, J=8. 9Hz) „ 8. 34 (1H, dd, J=l. 3, 8. 9Hz) , 
15 8. 88 (1H, sK9. 10 (1H, s) 

FABMS (m/z) : 4 8 3 (M+ 1 ) + 

mmm 9 2 

5 -#/V7tf3f is- 2 - (6 h^rf- 2 —i-y^fV) -4-t°y 

20 ^^/V 5 — ^ r^SO^/Vstf^/V— 2 - (6 — m h^ri/^7/l/7}?^/U^ h3^>- 
2—^:7^/1') -4-t°y ^> ? ^/U^v'T-tr^— h (2. 4g) <r>*9J-A, 

(140ml) mmiz2ffi.mfcm{k*> v v^mm (2 5 m 1 ) mux 
2ommmwLtz 0 mj&mzm&m (2 g ) trta^xm—^nmvtKo^ %® 

25 L, *SMtK-C^LT, it&®$ 2SrJ|fe@fr^ LTf#7c 0 
1H-NMR (DMS0-d6/TMS) : 

6 =4. 79(211, s)\ 5. 07 (2H, s) N 7. 27 (IH, dd, J=2. 6, 8. 9Hz) „ 

7. 34 (1H, d, J=2. 6Hz) , 7. 88 (1H, d, J=8. 9Hz) % 7. 99 (1H, d, J=8. 9Hz) , 

8. 39 (1H, dd, J=l. 7, 8. 9Hz) ,8. 89 (1H, s) .8. 99 (1H, s) 

0031045A1_I_> 
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FABMS (m/z) : 3 9 7 (M— 1 ) - 

mmm 9 3 

oc^fvix 4 _ t pndrv-- 2 - (6-^ f^f^-2-t7f^) - 5 - fc° V 5 

5 oi^/P 4-tKd^^-2- (6-t Kn^f^-2-t7f^) - 5 - t° U 
5; ^W-7/l^>.v^ — h (3. 1 g) ^DMF (100ml) £.jgfl¥ U MtKj^ 
^#y^7.A (1. 7g) ^m^m&^l mmm,WL-tc(Dh, B^7it^^-;v (l. 

4 g ) &Mx.x 2 ommmwLt~ 0 Rjtm^^Mvt^ib, ^m^mm* (40 
0 m 1 ) ^apxl, ^a-e 1 B#r B w# Lfc Q mm x^t^m^^M ^tKDh, y # 

lH-NMR(DMS0-d6/TMS) : 



FABMS (m/z) : 3 2 5 (M+ 1 ) + 
H«'J 9 4 

4-t Kn*i/-2- (6-* h^r->- 2 -^7^/^) -5-t°U v^/l' 
(^4^9 4) <7>$Uii£ 

20 ^^/P 4-tFn^rv'-2- {6 - 1 2 —Ty^/V) - 5 - t° y ^ 

^V^/^/lf^^^- H (6 4 9mg) (D*$J-?V (20ml) ^*f£t.L 2 J&^tK 

m{k*vt>j*7kmm (8mi) itm^ ■m.w,-?:2ommm;ft^ 0 Rfcrnzmiz 

25 lH-NMR(DMS0-d6/TMS) : 

6 =4. 18 (3H, s) , 7. 16-7. 21 (2H, m) , 7. 82 (1H, d, J=8. 9Hz) , 

7. 99 (1H, d, J=8. 9Hz) ,8. 42 (1H, dd, J=l. 7, 8. 9Hz) .8. 94 (1H, s) % 
9. 03(lH,s) 

FABMS (M/z) : 2 9 7 (M+ 1 ) + 



6=1.33(311, t, J=6. 9Hzh4. 17(3H, s) x 4. 31 (2H, dd, J=6. 9, 14. 2Hz), 



15 



7. 15-7. 20 (2H, mK7. 81 (1H, d, J=8. 9Hz) ,7. 98 (1H, d, J=8. 9Hz) „ 

8. 39 (1H, dd, J=l. 7, 8. 9Hz) .8. 92 (1H, s) .9. 00 (1H, s) , 10. 13 (1H, s) 
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%MM 9 5 



2- (6-t Kn^>>-i-t7f;u) -6-^^/i^t o y ^ 4 -^-—yp 

ab-^^J 9 5 ) <7)^J& 
1 6 —t-7=f-;V T-^Z—y (5. 1 g) «xf;v (io 

5 omi) \z.mm u 5 mt <o/^ ( 2 3 g ) ^p*., mm.x- 2 b mmw l/c 0 s/£ 

W & $&I± TTllL, £IM#>t^-7Vi- (4 0 0ml) ^*P^l n 7K^TT-5^f H 1 

T±# — h^efeHf^t LTffco #£>*L7c 1 -#/W^-f/^- 6 -^-y^tV 
10 Ti?^~h (3g) &mt*^U> (15ml) {djgJftU ti^TTMJ 

^f/my^^Ar F77/^d*>- h (2. 9 g ) ^p^i, ^&-e-nj&m 

—As (3 0ml) ^MffiL, m$}T-C2 OftmT^^-Ttf^&mCtzOh^ & 

15 T^^^SCfc^^, ^^LT2B#r H m#L/t 0 SJ£a£^J±TT«f U Be 
g»ni_^/^-e^L£:<D^ ^>4(7)^ ^ /— /W~^?L7c 0 (5 0 

0ml) ^Px.fc<Z)^ N #i^^^P^L N flrttiLTcBffc^^LT, 1-T^vV 
- 6 - t7 • Mt^Hfeg^t LT#fc 0 &m-rhV V-U (14 0 

mg) (D*?/~- >V (7 0ml) SilrllL, 1 -7 v7V-6~t7 h— 

20 -jft^jft (5 0 0mg) *5j:t/Ti? hg^rc^/U ( 0 . 3 5ml) ^P^ % 

lH-NMR(DMS0-d6/TMS) : 
25 6 =2. 12 <3H, s) , 5. 78 (1H, s) , 7. 07-7. 1 1 (2H, m) N 7. 34 (1H, t, J=7. 6Hz) , 

7. 48 (1H, d, J=6. 3Hz) .7. 59 (1H, d, J=7. 6Hz) N 8. 40 (1H, d, J=9. 2Hz) 
FABMS (m/z) r 2 5 3 (M+ 1 ) + 

mmm 9 6 

6- [2- (4-t Kndrv--6-^^/U-2-t°y * i^/l,) m^/i/] - 2 
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6-7'n^-2-t7 /U (2 2. 3 g) *S «t t>B7K/^@t^ U £A (l 7. 
9 g) ©DMF (2 0 0ml) ^^{d^kSt^^ (11. 4ml) %1J\iZ-X 

immmwLtc 0 Rj^m^ms.T-vftm^tKD-h, mmm^mm* (1000 

5 ml) $ftt!Lfcfife@#5:5flxUT % t^/W 6-:/n^-2--?-:7^- 

i/T^9— V (5. 0 g) & DM F (1 7ml) {d^?L, 7^!in^F!J^ 
(1. 3ml) N Wm'<7WJ* (4mg) N h V - o - b ]} 7. 7 4 > (l 

0 m g ) , & ^xmrn-i- bv?j± ( 1 . 7 g ) &mx.T 1 3 o°ct* 1 2 u#rasM$ 

-^7-/1-) T^LT, 6£.@#£r*#7c 0 #b*Wc, 6- (2-v- 

T yxr-^) - 2 — ^-^^/U^-drv-T-fe-^— h (9 0 0mg) 
(10ml) 10%/^^Hffitt^ (90mg) ^B^T, zklpm 

15 SET"? 3 Bffl|»#Lfc„ Rj£iK<g:*>iiLfc<z>ib, 6^&®I±TTi^LT:yy # 

p^A- 6- (2->7yif^) - 2 h (6 5 0 
mg) (10ml) Jd^f U ^fiTT^i^'^ ^rlSfPi"-?) £ ~Cig 

cfccD^, ^^LT2 0«#uc o s^t-^— T^m*., ffifomi**^ 

20 lxL/c 0 #f)iifclM^^/-/U (10ml) ll^L, IfiTTTy^xT 

thU^A^ b^^K (87mg) <D*# J —/V (10ml) WWi^, ^ £ X*% 
btbfc^^/V 6- (2-7r^/xf;l-) - 2 -f7fA/^'>7t^- h • 
25 lit (3 1 Omg) (I7t b^if/V (0. 1 6ral) BOi, Mt'2 4 

lH-NMR(DMS0-d6/TMS) : 
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6 =2. 17 (3H, s) „ 2. 86 (2H, dd, J=6. 3, 9. 6Hz) , 3. 09 (2H, dd, J=6. 3, 9. 6Hz) , 
4. 54 (2H, s) N 6. 03 (1H, s) ,7. 22-7. 28 (2H, m),7. 37 (1H, m) ,7. 67- 
7. 81 <3H, mh 12. 32 (1H, br) 
FABMS (m/z) : 3 3 9 (m+1) + 

5 mmm 9 7 

5- (4— t — * ^-/V- 2 -M° )) 5: v 5 — As) — 2- + 7 

2- (6-th*D^v/-l-t7f;V) - 6 -p* ^/Wtry * v>>- 4 
(1. 5g) & XXfrnfrftkmU V VJ» (1. 3g) 5rDMF (10ml) K!&$S 
10 U iSTlrWi^f/i' (0. 4 8ml) ?:^Px. x 4 0 °CX* 2 mfflMW Lfc„ 

lH-NMR(DMS0-d6/TMS) : 

6 =2. 55 (3H, s) „ 3. 71 (3H, s) N 5. 07 (2H, s) ,7. 06 (1H, s) , 
15 7. 1 1 (1H, dd, 3=2. 3, 9. 2Hz) , 7. 22 (1H, d, J=2. 3Hz) , 7. 51 (1H, t, J=7. 6Hz) „ 

7. 75 (1H, d, J=7. 6Hz) % 7. 86 (1H, d, J=8. 3Hz) .8. 33 (1H, d, J=9. 2Hz) 
FABMS (m/z) : 3 2 5 (m+1) + 
Hi«J 9 8 

5- (4 -t Kndfi^— 6 -*^->V- 2 -tfy 5 v 5 — - 2 — -^^/Pah^ 
20 i/g^K Ofb^#> 9 8 ) <7>l!Ji£ 

^^/P 5- (4-t Ka^fv'-6-^f;i/-2-t o y - 2 -^r~7 

^JV-frSr^T^Z—Y (9 4mg) (2ml) l£^fi?U 4 

i£fc+ h y ^AtK^ (3ml) Srftl*., ML"C 3 l$KHifls Lfc 0 KlSifc<£:»E 

25 fc c 

lH-NMR(DMS0-d6/TMS) : 

6 =2. 49 (3H, s) , 4. 93 (2H, s) .6. 90 (1H, s) , 7. 1 1 (1H, dd, J=2. 3, 9. 2Hz) „ 
7. 18 (1H, s) „ 7. 46 (1H, t, J=7. 6Hz) .7. 75 (1H, d, J=7. 0Hz) , 
7. 80 (1H, d, J=7. 6Hz) ,8. 51 (1H, d, J=9. 2Hz) .9. 77 (1H, s) 
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• 73 • 

FABMS (m/z) : 3 1 1 (m+l) + 

mmm 9 9 

1-7^^/^-3-^ Y^r^id )Vifs=.fV^^-;V- (6-^ Y^c^t) As7$—A> 

* h^rV- 2—ryj-^*3-ui/) tyyKy (M9 9) <7)§iit 
5 6-tKn^i/-2-t7f7/VftK (l. 2 g ) *5 J;^ l - ^ f/vt *V 
h^f^ (8 0 0m,g.) ;v (4 0ml) {dj^fi? U ]) (l. 5 

mi) %Mx.x— ffiMmmm\.tz. 0 ra^iptfcrot., wmL/cn^^sx 

IT, ttfe@l$^#fc 0 #^tLfc@^j:IFffiE7KM^^ y "^^ (5 4 0mg) 
DM F (2 0ml) U JMfcgW^ ^/U (4 8 0mg) ^PX.T^?UT 

1H-NMR(CDC13/TMS) : 
15 6 =3. 30 (3H, s) , 3. 78 (3H, s) „ 3. 84 (3H, s) % 4. 39 (2H, s) „ 4. 77 (2H, s) . 

6. 42 (1H, s) , 7. 06 (1H, d, J=2. 6Hz) , 7. 23 (1H, dd, J=2. 6, 9. 2Hz) . 

7. 70 (1H, d, J=8. 6Hz) „ 7. 80 (1H, d, J=9. 2Hz) „ 8. 05 (1H, dd, J=L 7, 8. 6Hz) „ 

8. 33 (1H, s) 

FABMS (m/z) : 4 1 3 (M+l) + 
20 MMffl 10 0 

1-7^/^-3-^ h^i/^7/U^— /V^^As- 5- (6-7* hdf-*>*A'3j?=.A' 
^ b^V- 2- + :7=Fvl^^W^) ^ K OfbiMfel 0 0) 

6 - t Kndrv/- 2 - + 7 h7^f t K (2 g) $5£Xf? l/7f=y ( 1 . 3 
25 g) (6 0ml) i^fl?U t^^^y (2. 3ml) £JPx.T- 

Sfe^Lfco &bHfc@ffcfc3J:tfl!S*£Jifc;& V (lg) £DMF (3 5ml) 

wk»u fkitism*^* o.oomg) ^mx.xmuximmw^ 0 &j&m 
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1H-NMR(CDC13/TMS) : 

6 =3. 25 (311, s) , 3. 78 (3H, s) , 3. 83 (3H, s) , 4. 47 (2H, s) , 4. 76 (2H, s) , 
6. 23 (111, s) „ 7. 05 (1H, d, J=2. 3Hz) , 7. 21 (1H, dd, J=2. 6, 9. 2Hz) N 
5 7. 68 (1H, d, J=8. 9Hz) , 7. 78 (1H, d, J=8. 9Hz) N 7. 98 (1H, dd, J=l. 7, 8. 6Hz) . 

8.24 (lH, s) 
FABMS (m/z) : 4 1 2 (M+ 1 ) + 
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